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WHAT IS CLAIMED IS: 



1 . A compound of Formula I: 




S or a phaxmaceutically acceptable salt or stereoisomer thereof, wherein 



10 



a is 

bis 

mis 

nis 

ris 

sis 

uis 



Oorl; 

Oorl; 

0, 1, or 2; 

Oorl; 

Oorl; 

Oorl; 

2, 3, 4 or 5; 



15 



20 



25 



a dashed Une represents an optional double bond, provided that one and only one 
double bond is present in the ring; 

R1 is selected from: 

1) (Ci-C6-alkylene)n(C=X)Ci-Cio alkyl, 

2) (Ci-C6-alkylene)n(C=X)aryl, 

3) (Ci-C6-alkylene)n(C=X)C2-ClO alkenyl, 

4) (Ci-C6-alkylene)n(C=X)C2-ClO alkynyl, 

5) (Ci-C6-alkylene)n(C=X)C3-C8 cycloallqrl, 

6) (Ci-C6-alkylene)n(C=X)heterocyclyl, 

7) (Ci-C6-alkylene)n(C=X)NRCRc*, 

8) (Ci-C6-alkylene)nS02NRCRc', 

9) (Ci-C6-alkylene)nSO2Ci-Ci0 alkyl. 
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10) (Ci-C6-alkylene)nSO2C2-Ci0 alkenyl, 

11) (Ci-C6-alkylene)nSO2C2-Ci0 alkynyl, 

12) (Ci-C6-alkylene)nS02-aryl, 

13) (Ci-C6-alkylene)nS02-heterocyclyl, 

5 14) (Ci-C6-alkylene)nS02"C3-C8 cycloalkyl, 

15) (Ci-C6-alkylene)nP(=0)RdRd' , 

16) aryl; 

17) heterocyclyl; and 

18) Ci-Cio alkyl; 

10 said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, alkylene, heteroaryl and heterocyclyl is 
optionally substituted with one or more substituents selected from RlO; 

r2 and R6 are independently selected from: 
1) aryl, 
15 2) C1-C6 aralkyl, 

3) C3-C8 cycloalkyl, and 

4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 



20 



R3, r4, r5, r7, r8, and R9 are independently selected from: 





1) 


H. 




2) 


Ci-ClO alkyl. 




3) 


aryl, 


25 


4) 


C2-C10 alkenyl. 




5) 


C2-C10 alkynyl. 




7) 


C1-C6 perfluoroalkyl. 




8) 


C1-C6 aralkyl. 




9) 


C3-C8 cycloalkyl, and 


30 


10) 


heterocyclyl. 



said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, aralkyl and heterocyclyl is optionally 
substituted with one or more substituents selected from RlO; or 

R4 and r5, or R8 and r9, attached to the same carbon atom are combined to form 
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~(CH2)u- wherein one of the carbon atoms is optionally replaced by a moiety selected 
from O, S(0)m. -N(Ra)C(0)-, -N(Rb> and -N(CORa)-; 

RIO is independently selected from: 



5 


1) 


(C=0)aObCi-Cio alkyl, 




2) 


(C=0)aObaryl, 




3) 


C2-C10 alkenyl. 




4) 


C2-C10 alkynyl. 




5) 


(C=0)aOb heterocyclyl, 


10 


6) 


CO2H, 




7) 


halo, 




8) 


CN, 




9) 


OH, 




10) 


ObCi-C6 perfluoroalkyl. 


15 


11) 


Oa(C=0)bNRl2Rl3, 




12) 


S(0)mRa. 




13) 


S(0)2NR12r13, 




14) 


0x0, 




15) 


CHO, 


20 


16) 


(N=0)R12r13, or 




17) 


(C=0)aObC3-C8 cycloalkyl. 



said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
with one or more substLtuents selected from RH; 

25 R1 1 is selected from: 

1) (C=O)rOs(Ci-Ci0)alkyl, 

2) Or(Ci-C3)perfluoroalkyl, 

3) (Co-C6)alkylene-S(0)mRa 

4) 0x0, 
30 5) OH, 

6) halo, 

7) CN, 

8) (C=O)rOs(C2-Ci0)alkenyl, 

9) (C=O)rOs(C2-Ci0)alkynyl, 
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10) (C=0)rOs(C3-C6)cycloalkyl, 

11) (C=0)rOs(Co-C6)alkylene-aryl, 

12) (C=O)rOs(C0-C6)alkylene-heterocyclyl, 

13) (C=O)rOs(C0-C6)alkylene-N(Rb)2, 

5 14) C(0)Ra, 

15) (Co-C6)alkylene-C02R^ 

16) C(0)H, 

17) (C0-C6)alkylene-CO2H, 

18) C(0)N(Rb)2, 
10 19) S(0)mRa, and 

20) S(0)2N(Rb)2 
said alkyl, alkenyl. alkynyl, cycloalkyl, aryl, alkylene and heterocyclyl is optionaUy 
substituted with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, 
halogen, CO2H, CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 



15 



20 



25 



r12 and Rl3 are independently selected from: 



1) 


H. 


2) 


(C=O)ObCi-Ci0 alkyl. 


3) 


(C=0)ObC3-C8 cycloalkyl. 


4) 


(C=0)Obaryl, 


5) 


(C=0)Obheterocyclyl, 


6) 


Ci-Cio alkyl. 


7) 


aryl. 


8) 


C2-C10 alkenyl, 


9) 


C2-C10 alkynyl. 


10) 


heterocyclyl. 


11) 


C3-C8 cycloalkyl. 


12) 


S02Ra, and 


13) 


(C=0)lSIRb2. 



30 said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from Rl 1, or 

Rl2 and r13 can be taken together with the nitrogen to which they are attached to 
form a monocyclic or Wcyclic heterocycle with 3-7 members in each ring and 
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optionally containing, in addition to the nitrogen, one or two additional heteroatoms 
selected from N, O and S, said monocycUc or bicycUc heterocycle optionally 
substituted with one or more substituents selected from Rl 1 ; 

5 R14 is independently selected from: 



1) 


(C=O)aObCi-Ci0 alkyl. 


2) 


(C=0)aObaryl, 


3) 


C2-C10 alkenyl. 


4) 


C2-C10 alkynyl. 


5) 


(C=0)aOb heterocyclyl. 


6) 


CO2H, 


7) 


halo. 


8) 


CN. 


9) 


OH, 


10) 


ObCi-C6 perfluoroalkyl. 


11) 


Oa(C=0)bNRl2Rl3, 


12) 


S(0)niRa, 


13) 


S(0)2NR12r13, 


14) 


0x0, 


15) 


CHO, 


16) 


(N=0)R12r13, or 


17) 


(C=0)aObC3-C8 cycloalkyl. 



said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
with one or more substituents selected from Rl 1; 

25 

Ra is (Ci-C6)alkyl, (C3-C6)cycloalkyl, aiyl, or heterocyclyl, optionally 
substituted with one to three substituents selected from Rl4; 

Rbis H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3-C6)cycloalkyl, (C=0)OCi-C6 alkyl, 
30 (C=0)Ci-C6 alkyl or S(0)2R*'' optionally substituted with one to three substituents 
selected from R14; 
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Rc and Rc' are independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
(C3-C6)cycloalkyl, optionally substituted with one, two or three substituents 

selected from RlO, or 
RC and Rc' can be taken together with the nitrogen to which they are attached to form 
5 a monocyclic or bicyclic heterocycle with 3-7 members in each ring and optionally 
containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
one, two or three substituents selected from RH; 

10 Rd and Rd' are independently selected from: (Ci-C6)alkyl, (Ci-C6)alkoxy and 
NRb2, or 

Rd and Rd' can be taken together with the phosphorous to which they are attached to 
form a monocyclic heterocycle with 5-7 members the ring and optionally containing, 
15 in addition to the phosphorous, one or two additional heteroatoms selected from NR^, 
O and S, said monocyclic heterocycle optionally substituted with one, two or three 
substituents selected from Rl 1; 

Re is selected from: H and (Ci-C6)alkyl; and 

20 

X is selected from O, NR© and S. 



2. 



The compound according to Claim 1 of the Formula I: 




Re R5 



25 



or a pharmaceutically acceptable salt or stereoisomer thereof, wherein 



Oor 1; 
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b is 
mis 
n is 
ris 
s is 
uis 



Oorl; 

0, l,or2; 

Oorl; 

Oorl; 

Oorl; 

2, 3, 4 or 5; 



a dashed line represents an optional double bond, provided that one and only one 
double bond is present in the ring; 

10 

Rl is selected from: 



1) 


(Ci-C6-alkylene)n(C=X)Ci-Cio alkyl, 


2) 


(Ci-C6-alkylene)n(C=X)aiyl, 


3) 


(Ci-C6-alkylene)n(C=X)C2-Cio alkenyl. 


4) 


(Ci-C6-alkylene)n(C=X)C2-Cio alkynyl. 


5) 


(Ci-C6-alkylene)n(C=X)C3-C8cycloalkyl, 


6) 


(Ci-C6-alkylene)n(C=X)heterocyclyl, 


7) 


(Ci-C6-alkylene)n(C=X)NRCRc' , 


8) 


(Ci-C6-alkylene)nS02jNRCRc' , 


9) 


(Ci-C6-alkylene)nS02Ci-Cio alkyl. 


10) 


(Ci-C6-alkylene)nSO2C2-Ci0 alkenyl. 


11) 


(Ci-C6-alkylene)nSO2C2-Ci0 alkynyl. 


12) 


(Ci-C6-alkylene)nS02-aiyl, 


13) 


(Ci-C6-alkylene)nS02-heterocyclyl, 


14) 


(Ci-C6-alkylene)nS02-C3-C8 cycloalkyl. 


15) 


(Cl-C6-alkylene)nP(=0)RdRd', 


16) 


aryl; 


17) 


heteiocyclyl; and 


18) 


Ci-Cio alkyl; 



30 said alkyl, aryl, alkenyl, alliynyl, cycloalkyl, all^lene, heteroaryl and heterocyclyl is 
optionally substituted with one or more substituents selected from RlO; 

R2 and R6 are independently selected £rom: 
1) aryl, 
35 2) C1-C6 aralkyl. 



-312- 



wo 03/105855 



PCTAJS03/18482 



3) C3-C8 cycloalkyl, and 

4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 

5 

R3, r4, r5, r7, r8, and R9 are independently selected from: 





1) 


H, 




2) 


Ci-Cio alkyl. 




3) 


aryl. 


10 


4) 


C2-C10 alkenyl. 




5) 


C2-C10 alkynyl. 




6) 


C1-C6 perfluoroall^l. 




7) 


C1-C6 aralkyl. 




8) 


C3-Cg cycloalkyl, and 


15 


9) 


heterocyclyl. 



said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, aralkyl and heterocyclyl is optionally 
substituted with one or more substituents selected from RlO; or 

R4 and r5, or R8 and r9, attached to the same carbon atom are combined to form 
20 -(CH2)u- wherein one of the carbon atoms is optionally replaced by a moiety selected 
from O, S(0)m> -N(Ra)C(0)-, -N(Rb). and -N(CORa)s 



RlO is independently selected from: 



1) 


(C=O)aObCi-Ci0 alkyl, 


2) 


(C=0)aObaryl, 


3) 


C2-C10 alkenyl. 


4) 


C2-C10 alkynyl. 


5) 


(C=0)aOb hetMOcyclyl, 


6) 


CO2H, 


7) 


halo. 


8) 


CN, 


9) 


OH, 


10) 


ObCi-C6 perfluoroalkyl. 


11) 


Oa(C=0)bNRl2Rl3, 
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12) S(0)inRa, 

13) S(0)2NR12r13, 

14) oxo, 

15) CHO, 

5 16) (N=0)R12r13, or 

17) (C=0)aObC3-C8 cycloalkyl, 
said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
with one or more substituents selected from RH; 



10 Rl 1 is selected from: 





1) 


(C=O)rOs(Ci-Ci0)alkyl. 




2) 


Or(Ci-C3)peifluoioalkyl, 




3) 


(C0-C6)alkylene-S(O)mR^ 






oxo. 


15 


5) 


OH, 




6) 


halo. 




7) 


CN, 




8) 


(C=O)rOs(C2-Ci0)alkenyl, 




9) 


(C=O)rOs(C2-Ci0)alkynyl, 


20 


10) 


(C=0)rOs(C3-C6)cycloalkyl, 




11) 


(C=0)rOs(Co-C6)alkylene-aryl, 




12) 


(C=0)rOs(Co-C6)alkylene-heterocyclyl, 




13) 


(C=O)iOs(C0-C6)alkylene-N(Rb)2, 




14) 


C(0)Ra, 


25 


15) 


(Co-C6)alkylene-C02R^ 




16) 


C(0)H, 




17) 


(C0-C6)alkylene-CO2H, 




18) 


C(0)N(Rb)2, 




19) 


S(0)mR^ and 


30 


20) 


S(0)2N(Rb)2 



said alkyl, alkenyl, alkynyl, cycloalkyl, aiyl, alkylene and heterocyclyl is optionally 
substituted with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, 
halogen, CO2H, CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 
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R12 and Rl3 are independently selected from: 



1) 


H. 


2) 


(C=O)ObCi-Ci0 alkyl. 


3) 


(C=0)ObC3-C8 cycloalkyl. 


4) 


(C=0)Obaryl. 


5) 


(C=0)Obheterocyclyl, 


6) 


Ci-Cio alkyl. 


7) 


aryl, 


8) 


C2-C1O altenyl, 


9) 


C2-C10 allcynyl, 


10) 


heterocyclyl. 


11) 


C3-C8 cycloalkyl. 


12) 


S02Ra, and 


13) 


(C=0)NRb2, 



15 said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from Rl 1, or 

Rl2 and Rl3 can be taken together with the nitrogen to which they are attached to 
form a monocyclic or bicycUc heterocycle with 5r7 members in each ring and 
20 optionally containing, in addition to the nitrogen, one or two additional heteroatoms 
selected from N, O and S, said monocyclic or bicyclic heterocycle optionally 
substituted with one or more substituents selected from Rl 1; 

R^ is (Ci-C6)alkyl, (C3-C6)cycloalkyl, aryl, or heterocyclyl; 

25 

Rb is H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3-C6)cycloalkyl, (C=0)0Ci-C6 alkyl, 
(C=0)Ci-C6 alkyl or S(0)2Ra; 

Rc and Rc' are independenfly selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
30 (C3-C6)cycloalkyl, optionally substituted with one, two or three substituents selected 
from RlO, or 

RC and Rc' can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally 
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containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
one, two or three substituents selected jfrom RH; 

5 Rd and Rd' are independently selected from: (Ci-C6)alkyl, (Ci-C6)alkoxy and 
NRb2, or 

Rd and Rd' can be taken together with the phosphorous to which they are attached to 
form a monocyclic heterocycle with 5-7 members the ring and optionally containing, 
10 in addition to the phosphorous, one or two additional heteroatoms selected from NRe, 
O and S, said monocyclic heterocycle optionally substituted with one, two or three 
substituents selected from Rl 1 ; 

Re is selected from: H and (Ci-C6)alkyl; and 

15 

X is selected from O, NRe and S. 

3. The compound according to Claim 2 of Formula I: 




I 



20 or a pharmaceutically acceptable salt or stereoisomer thereof, wherein 



25 



a is Oorl; 
bis Oorl; 
mis 
nis 
ris 
s is 



0, l,or2; 
Oorl; 
Oorl; 
Oorl; 
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u is 2, 3, 4 or 5; 



a dashed line represents an optional double bond, provided that one and only one 
double bond is present in the ring; 

5 

Rl is selected from: 



1) 


(Ci-C6-alkylene)n(C=30Ci-Cio alkyl, 


2) 


(Ci-C6-alkylene)n(C=X)aiyl, 


3) 


(Ci-C6-alkylene)n(C=X)C2-ClO alkenyl. 


4) 


(Ci-C6-alkylene)n(C=3QC2-Cio alkynyl. 


5) 


(Ci-C6-alkyIene)n(C=X)C3-C8 cycloalkyl. 


6) 


(Ci-C6-alkylene)n(C=X)heterocyclyl, 


7) 


(Ci-C6-alkylene)n(C=X)NRCRc', 


8) 


(Ci-C6-alkylene)nS02NRCRc', 


9) 


(Ci-C6-alkylene)nSO2Ci-Ci0 alkyl. 


10) 


(Ci-C6-alkylene)nSO2C2-Ci0 alkenyl, 


11) 


(Ci-C6-alkylene)nSO2C2-Ci0 alkynyl. 


12) 


(Ci-C6-alkylene)nS02-aryl, 


13) 


(Ci-C6-alkylene)nS02-heterocyclyl, 


14) 


(Ci-C6-alkylene)nS02-C3-C8 cycloalkyl. 


15) 


(Ci-C6-alkylene)nP(=0)RdRd', 


16) 


aryl; 


17) 


heterocyclyl; and 


18) 


Ci-Cio alkyl; 



25 said all^l, aryl, alkenyl, alkynyl, cycloalkyl, alkylene, heteroaryl and heterocyclyl is 
optionally substituted with one or more substituents selected from RlO; 



R2 and R6 are independently selected from: 
1) aryl, 
30 2) C1-C6 aralkyl, 

3) C3-C8 cycloalkyl, and 

4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 

35 
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r3, r4, r5, r7, r8, and R9 are independently selected from: 







H 




2) 


Ci-Cio alkyl. 




3) 


aryl. 


5 


4) 


C2-C10 alkenyl. 




5) 


C2-Cioalkynyl, 




6) 


Ci-Cg perfluoroalkyl. 




7) 


C1-C6 aralkyl, 




8) 


C3-C8 cycloalkyl, and 


10 


9) 


heterocyclyl. 



said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, aralkyl and heterocyclyl is optionally 
substituted with one or more substituents selected from RlO; or 

r4 and R5, or R8 and R9, attached to the same carbon atom are combined to form 
15 -(CH2)u- wherein one of the carbon atoms is optionally replaced by a moiety selected 
from O, S(0)m, -N(Ra)C(0)-, -N(Rb> and -N(CORa)-; 
RlO is independently selected from: 



1) 


(C=O)aObCi-Ci0 alkyl. 


2) 


(C=0)aObaryl, 


3) 


C2-C10 alkenyl. 


4) 


C2-C10 alkynyl. 


5) 


(C=0)aOb heterocyclyl. 


6) 


CO2H, 


7) 


halo. 


8) 


CN, 


9) 


OH, 


10) 


ObCi-C6 perfluoroalkyl. 


11) 


Oa(C=0)bNRl2Rl3, 


12) 


S(0)mRa, 


13) 


S(0)2NR12r13, 


14) 


0x0, 


15) 


CHO, 


16) 


(N=0)R12r13, or 


17) 


(C=0)aObC3-C8 cycloalkyl, 
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said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
with one or more substituents selected from Rl 1; 



r11 is selected from: 



5 


1) 


(C=O)rOs(Ci-Ci0)alkyl, 




2) 


Or(Ci-C3)perfluoroalkyl, 




3) 


(Co-C6)aIkylene-S(0)mRa, 




4) 


oxo. 




5) 


OH, 


10 


6) 


halo, 




7) 


CN, 




8) 


(C=0)rOs(C2-Cio)alkenyl, 




9) 


(C=O)rOs(C2-Ci0)aIkynyl, 




10) 


(C=0)rOs(C3-C6)cycloalkyl, 


15 


11) 


(C=0)rOs(Co-C6)alkylene-aryl, 




12) 


(C=0)rOs(Co-C6)alkylene-heterocyclyl, 




13) 


(C=O)rOs(C0-C6)alkylene-N(Rb)2, 




14) 


C(0)Ra 




15) 


(Co-C6)alkylene-C02R^ 


20 


16) 


C(0)H, 




17) 


(Co-C6)alkylene-C02H, 




18) 


C(0)N(Rb)2. 




19) 


S(0)mRa, and 




20) 


S(0)2N(Rb)2, 



25 said alltyl, alkenyl, alkynyl, cycloalkyl, aiyl, alkylene and heterocyclyl is optionally 
substituted with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, 
halogen, CO2H, CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 



r12 and Rl3 are independently selected firom: 
30 1) H, 

2) (C=O)ObCi-Ci0 alkyl, 

3) (C=0)ObC3-C8 cycloalkyl, 

4) (C=0)0baryl, 

5) (C=0)Obheterocyclyl, 
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6) 

7) 
8) 
9) 
10) 



Ci-Cio alkyl, 
aryl, 

C2-C10 alkenyl, 
C2-C10 alkynyl, 
heterocyclyl. 



11) C3-C8 cycloalkyl, 

12) S02Ra, and 

13) (C=0)NRb2, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
10 with one or more substituents selected from Rl 1 , or 

Rl2 and Rl3 can be taken together with the nitrogen to which they arc attached to 
form a monocyclic or bicyclic heterocycle with 5-7 members in each ring and 
optionally containing, in addition to the nitrogen, one or two additional heteroatonois 
15 selected from N, O and S, said monocyclic or bicyclic heterocycle optionally 
substituted with one or more substituents selected from Rl 1; 

R^ is (Ci-C6)alkyl, (C3-C6)cycloalkyl, aryl, or heterocyclyl; 

20 Rb is H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3-C6)cycloalkyl, (C=0)0Ci-C6 alkyl, 
(C=0)Ci.C6 alkyl or S(0)2Ra; 

Rc and Rc' are independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
(C3-C6)cycloalkyl or 

25 

Rc and Rc' can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally 
containing, in addition to the nitrogen, one or two additional heteroatonos selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
30 one, two or three substituents selected from Rl 1 ; 

Rd and Rd' are independently selected from: (Ci-C6)alkyl, (Ci-C6)alkoxy and 



NRb2, or 
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Rd and Rd* can be taken together with the phosphorous to which they are attached to 
form a monocyclic heterocycle with 5-7 members the ring and optionally containing, 
in addition to the phosphorous, one or two additional heteroatoms selected from NR©, 
O and S, said monocyclic heterocycle optionally substituted with one, two or three 
5 substituents selected from R 1 1 ; 

R© is selected from: H and (Ci-C6)alkyl; and 
X is selected from O, NR^ and S. 

10 

4. The compound according to Claim 2 of the Formula n. 




R® R^ 



II 

or a pharmaceutically acceptable salt or stereoisomer thereof, wherein 



15 wherein: 



20 



a is Oorl; 

bis Oorl; 

m is 0, 1, or 2; 

ris Oorl; 

s is 0 or 1; 



a dashed line represents an optional double bond, provided that one and only one 
double bond is present in the ring; 

25 

Rl is selected from: 

1) (Ci-C6-alkylene)n(C=O)Ci-Ci0 alkyl, 

2) (Ci-C6-alkylene)n(C=0)aryl, 

3) (Ci-C6-al]q^lene)n(C=O)C2-Ci0 alkenyl. 
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4) (Ci-C6-alkylene)n(C=O)C2-Ci0 alkynyl, 

5) (Ci-C6-alkylene)n(C=0)C3-C8 cycloalkyl, 

6) (Ci-C6-alkylene)n(C=0)heterocyclyl, 

7) (Ci-C6-alkylene)n(C=0)NRcRc'. 
5 8) (Ci-C6-alkylene)nS02NRCRc\ 

9) (Ci-C6-alkylene)nSO2Ci-Ci0 alkyl, 

10) (Ci-C6-alkylene)nS02-aryl, 

1 1) (C i-C6-alkylene)nS02-heterocyclyl, 

12) (Ci-C6-alkyenel)nS02-C3-C8 cycloalkyl, 
10 13) (Ci-C6-alkylene)nP(=0)RdRd', 

14) aryl. 

15) heterocyclyl, and 

16) Ci-Cio alkyl; 

said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, alkylene, heteroaryl and heterocyclyl is 
15 optionally substituted with one or more substituents selected ficom RlO; 



R2 and R^ are indep^dentiy selected from: 

1) aryl, 

2) Ci-Ce aralkyl, 

20 3) C3-C8 cycloalkyl, and 

4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 

25 R3, r4 and R8 are independently selected from: 



1) 


H, 


2) 


Ci-Cio alkyl. 


3) 


aryl, 


4) 


C2-C10 alkenyl. 


5) 


C2-C10 alkynyl. 


6) 


C1-C6 perfluoroalkyl. 


7) 


C1-C6 aralkyl. 


8) 


C3-C8 cycloalkyl, and 


9) 


heterocyclyl. 
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said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, aralkyl and heterocyclyl is optionally 
substituted with one or more substituents selected from RlO; 



RlO is independently selected from: 



5 


1) 


(C=O)aObCi-Ci0 alkyl. 




2) 


(C=0)aObaryl. 




3) 


C2-C10 alloenyl, 




4) 


C2-C10 alkynyl, 




5) 


(C=0)aOb heterocyclyl. 


10 


o) 


CO2H, 




7) 


halo. 




8) 


CN, 




9) 


OH, 




10) 


ObCi-C6 perfluoroalkyl. 


15 


11) 


Oa(C=0)bNRl2Rl3, 




12) 


S(0)mRa. 




13) 


S(0)2NR12r13, 




14) 


0x0, 




15) 


CHO, 


20 


16) 


(N=0)R12r13, or 




17) 


(C=0)aObC3-C8 cycloalkyl. 



said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
with one, two or three substituents selected from RH; 



25 R1 1 is selected from: 

1) (C=O)rOs(Ci-Ci0)alkyl, 

2) Or(Ci-C3)perfluoroalkyl, 

3) 0x0, 

4) OH, 
30 5) halo, 

6) CN, 

7) (C2-Cio)alkenyl, 

8) (C2-Cio)alkynyl, 

9) (C=0)rOs(C3-C6)cycIoa]kyl, 
35 10) (C=0)rOs(Co-C6)alkylene-aryl, 
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5 



1 1) (C=0)rOs(Co-C6)alkylene-heterocyclyl, 

12) (C=O)rOs(C0-C6)alkylene-N(Rb)2, 

13) C(0)Ra 

14) (Co-C6)alkylene-C02R^ 

15) C(0)H. 

16) (C0-C6)alkylene-CO2H, 

17) C(0)N(Rb)2, 

18) S(0)mRa, and 

19) S(0)2N(Rb)2; 



10 



said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, alkylene and heterocyclyl is optionally 
substituted with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, 
halogen, CO2H, CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 

15 Rl2 and Rl3 are independently selected fronoi: 



11) C3-C8 cycloalkyl, 

12) S02Ra, and 

13) (C=0)NRb2, 

said alkyl, cycloalkyl, aiyl, heterocylyl, alkenyl, and all^yl is optionally substituted 
30 with one, two or three substituents selected firom Rl 1, or 

Rl2 and Rl3 can be taken together with the nitrogen to which they are attached to 
form a monocyclic or bicyclic heterocycle with 5-7 members in each ring and 
optionally containing, in addition to the nitrogen, one or two additional heteroatoms 



25 



20 



1) 
2) 

3) 

4) 

5) 

6) 

7) 
8) 
9) 
10) 



H, 

(C=0)ObCi-Cio alkyl, 

(C=0)ObC3-C8 cycloalkyl, 

(C=0)Obaryl, 

(C=0)Obheterocyclyl, 

Ci-Cio alkyl, 

aryl, 

C2-C10 alkenyl, 
C2-C10 alkynyl, 
heterocyclyl. 
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selected from N, O and S, said monocyclic or bicyclic heterocycle optionally 
substituted with one, two or three substituents selected from RH; 

Ra is (Ci-C6)alkyl, (C3-C6)cycloalkyl, aryl, or heterocyclyl; 

5 

Rb is H, (Ci-C6)alkyl, aryl, heterocyclyl. (C3-C6)cycloalkyl, (C=0)0Ci-C6 alkyl, 
(C=0)Ci-C6 alkyl or S(0)2Ra; 

Rc and Rc* are independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
10 (C3-C6)cycloalkyl; or Rc and Rc' can be taken together with the nitrogen to which 
they are attached to form a monocyclic or bicyclic heterocycle with 5-7 members in 
each ring and optionally containing, in addition to the nitrogen, one or two additional 
heteroatoms selected from N, O and S, said monocyclic or bicyclic heterocycle 
optionally substituted with one, two or three substituents selected from Rl 1; 

15 

Rd and Rd' are independently selected from: (Ci-C6)alkyl, (Ci-C6)alkoxy and 
NR^2, or 

Rd and Rd' can be taken together with the phosphorous to which they are attached to 
20 form a monocyclic heterocycle with 5-7 members the ring and optionally containing, 
in addition to the phosphorous, one or two additional heteroatoms selected from NR©, 
O and S, said monocyclic heterocycle optionally substituted with one, two or three 
substituents selected from RH; and 

25 Re is selected from: H and (Ci-C6)alkyl. 

5. A compound of the Formula IH, 




III 



or a pharmaceutically acceptable salt or stereoisomer thereof, wherein 
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a is Oorl; 

bis Oorl; 

mis 0,1, or 2; 

5 ris Oorl; 

s is 0 or 1; 



a dashed line represents an optional double bond, provided that one and only one 
double bond is present in the ring; 

10 

R1 is selected from: 



1) 


(C=O)Ci-Ci0 alkyl, 


2) 


(C=0)aryl. 


3) 


(C=O)C2-Ci0 alkenyl. 


4) 


(C=0)C2-Cio alkynyl. 


5) 


(C=0)C3-C8 cycloalkyl. 


6) 


(C=0)heterocyclyl, 


7) 


(C=0)NRCRc', 


8) 


SO2NRCRC', 


9) 


SO2C1-C10 alkyl. 


10) 


S02-aryl, 


11) 


SOi-heterocyclyl, 


12) 


SO2-C3-C8 cycloalkyl, and 


13) 


P(=0)RdRd', 



25 said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, heteroaryl and heterocyclyl is optionally 
substituted with one or moie substituents selected from RlO; 



R2 is selected from: 
1) aryl, 
30 2) C1-C6 aralkyl, 

3) C3-C8 cycloalkyl, and 

4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 
35 R3, r4 and R8 are independentiy selected from: 



-326- 



wo 03/105855 



PCT/US03/18482 



1) H, 

2) Ci-Cio alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 
5 5) C2-C10 alkynyl, 

6) C1-C6 perfluoroalkyl, 

7) C1-C6 aralkyl, 

8) C3-C8 cycloalkyl, and 

9) heterocyclyl, 

10 said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, aralkyl and heterocyclyl is optionally 
substituted with one or mote substituents selected from RlO; 



RIO is independently selected from: 





1) 


(C=O)aObCi-Ci0 alkyl, 


15 


2) 


(C=0)aObaryl, 




3) 


C2-C10 alkenyl. 




4) 


C2-C10 alkynyl, 




5) 


(C=0)aOb heterocyclyl. 




6) 


CO2H, 


20 


7) 


halo. 




8) 


CN, 




9) 


OH, 




10) 


ObCi-C6 perfluoroalkyl, 




11) 


Oa(C=0)bNRl2Rl3, 


25 


12) 


S(0)mRa, 




13) 


S(0)2NR12r13, 




14) 


0x0, 




15) 


CHO, 




16) 


(N=0)Rl2Rl3,or 


30 


17) 


(C=0)aObC3-C8 cycloalkyl. 



said alkyl, aryl, alkenyl, alkyiyl, heterocyclyl, and cycloalkyl optionally substituted 
with one, two or three substituents selected from Rl 1; 



RlO' is halogen; 

35 
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Rll is selected from: 





1) 


(C=O)rOs(Ci-Ci0)alkyl, 




2) 


Or(Ci-C3)perfluoroalkyl, 




3) 


oxo. 


5 


4) 


OH, 




5) 


halo, 




6) 


CN, 




7) 


(C2-Cio)alkenyl, 




8) 


(C2-Cio)alkynyl, 


10 


9) 


(C=0)rOs(C3-C6)cycloalkyl, 




10) 


(C=0)rOs(Co-C6)alkyleneraryl, 




11) 


(C=0)rOs(Co-C6)aIkylene-heteiocyclyl, 




12) 


(C=O)rOs(C0-C6)aIkylene-N(Rb)2, 




13) 


C(0)Ra 


15 


14) 


(Co-C6)alkylene-C02Ra, 




15) 


C(0)H, 




16) 


(Co-C6)alkylene-C02H, and 




17) 


C(0)N(Rb)2, 




18) 


S(0)mR^. and 


20 


19) 


S(0)2N(Rb)2; 



said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, and heterocyclyl is optionally substituted 
with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, halogen, CO2H, 
CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 

Rl2 and Rl3 are independently selected from: 



1) 


H, 


2) 


(C=O)ObCi-Ci0 alkyl. 


3) 


(C=O)0bC3-C8 cycloalkyl, 


4) 


(C=0)0baiyl, 


5) 


(C=0)Obheterocyclyl, 


6) 


Ci-Cio alkyl. 


7) 


aryl. 


8) 


C2-C10 alkenyl. 
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9) C2-C10 alkynyl, 

10) heterocyclyl, 

11) C3-C8 cycloalkyl, 

12) S02Ra, and 
5 13) (C=0)NRb2, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one, two or three substituents selected from RH, or 

r12 and Rl3 can be taken together with the nitrogen to which they are attached to 
10 form a monocyclic or bicyclic heterocycle with 5-7 members in each ring and 

optionally containing, in addition to the nitrogen, one or two additional heteroatoms 
selected from N, O and S, said monocyclic or bicyclic heterocycle optionally 
substituted with one, two or three substituents selected from Rl 1; 

15 Ra is (Ci-C6)alkyl, (C3-C6)cycloalkyl, aryl, or heterocyclyl; 

Rb is H, (Cl-C6)alkyl, aryl, heterocyclyl, (C3-C6)cycloalkyl, (C=0)0Ci-C6 alkyl, 
(C=0)Ci-C6 alkyl or S(0)2Ra; 

20 Rc and Rc' are independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
(C3-C6)cycloalkyl; or 

RC and Rc' can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally 
25 containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
one, two or three substituents selected from RH; 

Rd and Rd' arc independenfly selected from: (Ci-C6)alkyl, (Ci-C6)a]koxy and 
30 NRb2, or 

Rd and Rd' can be takrai together with the phosphorous to which they are attached to 
form a monocyclic heterocycle with 5-7 members the ring and optionally containing, 
in addition to the phosphorous, one or two additional heteroatoms selected from NR©, 
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O and S, said monocyclic heterocycle optionally substituted with one, two or three 
substituents selected from Rl 1 ; and 

Re is selected from: H and (Ci-C6)alkyl. 

5 

6. The compound according to Claim 4 of the Formula IV, 




or a phaimaceutically acceptable salt or stereoisomer thereof, wherein 

10 a is Oorl; 

bis Oorl; 

mis 0,1, or 2; 

r is Oorl; 

sis Oorl; 



15 

Rl is selected from: 





1) 


(C=O)Ci-Ci0 alkyl. 




2) 


(C=0)aiyl, 




3) 


(C=0)C3-C8 cycloallqrl, 


20 


4) 


(C=0)heterocyclyl, 




5) 


(C=0)NRCRc', 




6) 


(C=S)NRCRc', 




7) 


SO2NRCRC', 




8) 


SO2C1-C10 alkyl. 


25 


9) 


SOa-aryl, and 




10) 


SOa-heterocyclyl, 



said alkyl, aryl, cycloalkyl, and heterocyclyl is optionally substituted with one or more 
substituents selected from RlO; 
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R2 is selected from: 

1) aryl, 

2) Ci-C6 aralkyl, 

3) C3-C8 cycloalkyl, and 
5 4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 

r3, r4 and r8 are independently selected from: 

10 1) H, 

2) Ci-Cio alkyl, and 

3) C1-C6 peifluoroalkyl, 

said alkyl, aryl, alkenyl, alkynyl, cycloalkyl, aralkyl and heterocyclyl is optionally 
substituted with one or more substituents selected from RlO; 

15 

r6 is selected from: 

1) aryl, 

2) C1-C6 aralkyl, 

3) C3-C8 cycloalkyl, and 
20 4) heterocyclyl, 

said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected from RlO; 

RIO is independently selected from: 

25 1) (C=O)aObCi-Ci0 alkyl, 

2) (C=0)aObaryl, 

3) C2-C10 alkoiyl, 

4) C2-C10 alkynyl, 

5) (C=0)aOb heterocyclyl, 
30 6) CX)2H, 

7) halo, 

8) CN, 

9) OH, 

10) ObCi-Ce perfluoroalkyl. 
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11) Oa(C=0)bNRl2Rl3, 

12) S(0)mR^. 

13) S(0)2NR12r13, 

14) oxo, 
5 15) CHO, 

16) (N=0)R12r13, or 

17) (C=0)aObC3-C8 cycloalkyl, 

said alkyl, aryl, alkenyl, alkynyl. heterocyclyl, and cycloalkyl optionally substituted 
with one, two or three substituents selected from RH; 

10 

Rll is selected fixjm: 





1) 


(C=0)rOs(Ci-Cio)alkyl, 




2) 


Or(Ci-C3)peifluoroalkyl, 




3) 


oxo. 


15 


4) 


OH, 




5) 


halo. 




6) 


CN, 




7) 


(C2-Cio)alkenyl, 




8) 


(C2-Cio)alkynyl, 


20 


9) 


(C=0)rOs(C3-C6)cycloalkyl, 




10) 


(C=0)rOs(Co-C6)alkylene-aryl, 




11) 


(C=0)rOs(Co-C6)alkylene-heterocyclyl, 




12) 


(C=0)rOs(Co-C6)alkylene-N(Rb)2, 




13) 


C(0)Ra 


25 


14) 


(C0-C6)alkylene-CO2R^ 




15) 


C(0)H, 




16) 


(Co-C6)alkylene-C02H, 




17) 


C(0)N(Rb)2, 




18) 


S(0)mR^ and 


30 


19) 


S(0)2N(Rb)2; 



said alkyl, alkenyl, alkynyl. cycloalkyl, aryl, and heterocyclyl is optionally substituted 
with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, halogen, CO2H, 
CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 
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10 



15 



5 



r12 and Rl3 are independently selected from: 

1) H, 

2) (C=O)ObCi-Ci0 alkyl, 

3) (C=0)ObC3-C8 cycloalkyl, 

4) (C=0)Obatyl, 

5) (C=0)Obheterocyclyl, 

6) Ci-Cio alkyl, 

7) aiyl, 

8) C2-C10 alkenyl, 

9) C2-C10 alkynyl, 

10) heterocyclyl, 

11) C3-C8 cycloalkyl, 

12) S02Ra, and 

13) (C=0)NRb2, 



said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one, two or three substituents selected from RH, or 

r12 and Rl3 can be taken together with the nitrogen to which they are attached to 
20 form a monocyclic or bicyclic heterocycle with 5-7 members in each ring and 

optionally containing, in addition to the nitrogen, one or two additional heteroatoms 
selected from N, O and S, said monocyclic or bicyclic heterocycle optionally 
substituted with one, two or three substituents selected from Rl 1; 

25 Ra is independently selected from: (Ci-C6)al]qrl, (C3-C6)cycloalkyl, aryl, and 
heterocyclyl; 

Rb is independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3- 
C6)cycloalkyl, (C=0)0Ci-C6 alkyl, (C=0)Ci-C6 alkyl or S(0)2Ra; and 

30 

Rc and Rc' are independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
(C3-C6)cycloaU!yl or 
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Rc and Rc' can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally 
containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
5 one, two or three substituents selected from Rl 1. 

7. The compound according to Claim 6 or a pharmaceutically 
acceptable salt or stereoisomer thereof, wherein: 

10 R1 is selected from: 

1) (C=0)NRCRC\ 

2) S02NRCRc\and 

3) SOzCi-Cioalkyl, 

said alkyl, is optionally substituted with one, two or three substituents selected from 
15 RlO; 

R2 is selected from: 

1) aryl, and 

2) heteroaryl, 

20 said aryl and heteroaryl is optionally substituted with one or more substituents 
selected from RlO; 

r3, r4 and R8 are independently selected from: 
1) H, and 
25 2) Ci-Cio alkyl, 

said alkyl is optionally substituted witii one or more substituents selected from RlO; 

R6 is selected from: 

1) aryl, and 
30 2) heterocyclyl, 

said alkyl, aryl and heterocyclyl is optionally substituted with one or more 
substituents selected from RlO; and 

RlO, Rll, Rl2, Rl3, Ra, Rb, RC and Rc' are as described immediately above. 
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8. The compound according to Claim 7 or a pharaiaceutically 
acceptable salt or stereoisomer thereof, wherein: 



5 R2 and R6 are independently selected from phenyl or pyridyl, optionally substituted 
with one or two substituents selected from RlO; and 
Rl, R3, r4 and R8 are as described in Claim 7. 

9. The compoimd according to Claim 7, or the pharmaceutically 
10 acceptable salt or stereoisomer thereof, wherein R^ is phenyl, optionally substituted 
with one or two substittuents selected from RlO; and 

Rl, R3, r4, r6 and R8 are as described in Claim 7. 

15 10. The compoimd according to Claim 5 of the Formula V, 




V 



wherein: 



a is Oorl; 

20 bis Oorl; 

mis 0,1, or 2; 

ris Oorl; 

s is 0 or 1; 



25 Rl is selected from: 

1) (C=0)Ci-Cioalkyl, 

2) (C=0)aryl, 

3) (C=0)C3-C8 cycloalkyl, 

4) (C=0)heterocyclyl, 
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5) (C=0)NRCRc\ 

6) (C=S)NRCRC\ 

7) SOzNRCrC, 

8) SO2C1-C10 alkyl, 

9) S02-aryl, and 

10) S02-heterocyclyl, 

said alkyl, aryl, cycloalkyl, and heterocyclyl is optionally substituted with one or more 
substituents selected from RlO; 



10 R2 is selected £rom: 

1) aryl, 

2) C1-C6 aralkyl, 

3) C3-C8 cycloalkyl, and 

4) heterocyclyl, 

15 said aryl, cycloalkyl, aralkyl and heterocyclyl is optionally substituted with one or 
more substituents selected &om RlO; 

R3, r4 and R8 are independently selected from: 
1) H, 

20 2) Ci-Cio alkyl, and 

3) C1-C6 perfluoroalkyl, 
said alkyl is optionally substituted with one or more substituents selected from RlO; 



RlO is independentiy selected from: 



25 


1) 


(C=O)aObCi-Ci0 alkyl, 




2) 


(C=0)aObaryl, 




3) 


C2-C10 alkenyl. 




4) 


C2-C10 alliynyl. 




5) 


(C=0)aOb heterocyclyl. 


30 


6) 


CO2H. 




7) 


halo. 




8) 


CN, 




9) 


OH, 




10) 


ObCi-Cfi perfluoroalkyl. 
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11) Oa(C=0)bNRl2Rl3, 

12) S(0)niRa, 

13) S(0)2NR12r13, 

14) oxo, 
5 15) CHO, 

16) (N=0)R12r13, or 

17) (C=0)aObC3-C8 cycloalkyl. 

said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
with one, two or three substituents selected from RH; 
10 RlO' is halogen; 



r1 1 is selected from: 





1) 


(C=O)rOs(Ci-Ci0)alkyl, 




2) 


Or(Ci-C3)perfluoroalkyl, 


15 


3) 


oxo. 




4) 


OH, 




5) 


halo. 




6) 


CN, 




7) 


(C2-Cl0)alkenyl, 


20 


8) 


(C2-Cio)alkynyl, 




9) 


(C=0)rOs(C3-C6)cycloalkyl, 




10) 


(C=O)rOs(C0-C6)alkylene-aryl, 




11) 


(C=O)rOs(C0-C6)alkylene-heterocyclyl, 




12) 


(C=O)rOs(C0-C6)alkylene-NCRb)2, 


25 


13) 


C(0)Ra, 




14) 


(C0-C6)alkylene-CO2R^ 




15) 


C(0)H, 




16) 


(Co-C6)alkylene-C02H, 




17) 


C(0)N(Rb)2, 


30 


18) 


S(0)mR^ and 




19) 


S(0)2N(Rb)2; 



said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, alkylene and heterocyclyl is optionally 
substituted with up to three substituents selected from Rb, OH, (Ci-C6)alkoxy, 
halogen, CO2H. CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rb)2; 
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Rl2 and Rl3 are independently selected from: 





1) 


H. 




2) 


(C:=O)ObCi-Ci0 alkyl. 


5 


3) 


(C=O)0bC3-C8 cycloalkyl. 




4) 


(C=0)Obaryl, 




5) 


(C=O)0bheteiocyclyl, 




6) 


Ci-Cio alkyl. 




7) 


aiyl. 


10 


8) 


C2-C10 alkenyl, 




9) 


C2-C10 allqiiyl, 




10) 


heterocyclyl. 




11) 


C3-C8 cycloalkyl. 




12) 


S02Ra, and 


15 


13) 


(C=0)NRb2, 



said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one, two or three substituents selected from Rl 1, or 

R12 and Rl3 can be taken together with the nitrogen to which they are attached to 
20 form a monocyclic or bicyclic heterocycle with 5-7 members in each ring and 

optionally containing, in addition to the nitrogen, one or two additional heteroatoms 
selected from N, O and S, said monocyclic or bicyclic heterocycle optionally 
substituted with one, two or three substituents selected from RH; 

25 Ra is independently selected from: (Ci-C6)alkyl, (C3-C6)cycloalkyl, aryl, and 
heterocyclyl; 

Rb is independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl, (C3- 
C6)cycloalkyl, (C=O)0Ci-C6 alkyl, (C=0)Ci-C6 alkyl or S(0)2Ra; and 

30 

Rc and Rc' are independently selected from: H, (Ci-C6)alkyl, aryl, heterocyclyl and 
(C3"C6)cycloallqrl or 
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Rc and Rc' can be taken together with the nitrogen to which they are attached to fonn 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally 
containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
5 one, two or three substituents selected from Rl 1 . 

11. A compound selected from: 

4-(2-cMoro-5-fluorophenyl)-N,N-dimethyl-2-phenyl-2,5-dihydro-lH-pyn:ole-^ 
10 carboxamide; 

(+)^(2,5-difluorophenyl)-N,N-dimethyl-2-phenyl-2,5-dihydro-lH-py^ 
carboxamide; 

15 (-)-4-(2,5-difluorophenyl)-NJ^-^iimethyl-2-phenyl-2,5-dihydro^ 
carboxamide; 

4-(5-cUoro-2-fluorophenyl)-N,N-dimethyl-2-phenyl-2,5-dihydro-lH-py^^ 
carboxamide; 

20 4-(2-fluorophenyl)-NJ>T-dimethyl-2-phenyl-2,5-dihydro-lH-pyrrole-lK:a^^ 

4-(2-fluoro-5-methylphenyl)-NJS[-dimethyl-2-phenyl-2,5-dihydro-lH-p 
carboxamide; 

25 4-(5-bromo~2-fluorophenyl)-N,N-dimethyl-2-phenyl-2,5-dihydro-lH-pyrrole-l- 
carboxamide; 

4-{[4-(5-cMoro-2-£luorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl}morpholine; 

30 

4-{ [4-(2,5"difluoiophenyl)-2-phenyl-2,5-dihydro-lH-pym)l-l- 
yl]carbonyl}morpholine; 

NJ^-dimethyl-2,4-diphenyl-2,5-dihydro-lH-pyrrole-l-carboxanude; 
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3- [2-fluoro-5-(trifluoromethyl)phenyl]-N,N-dimethyl-5-^^ 
pyrrole- 1 -carboxamide; 

5 2-(3-fluorophenyl)-4-(2,5-difluorophenyl)-N,N-dimethyl-2,5-dihydro 
carboxamide; 

4- (2,5-difluorophenyl)-2-(4-fluorophenyl)-N,N-dimethyl-2,5^ 
carboxamide; 

10 

4-(2,5-difluorophenyl)-2-(2-fluorophenyl)-N,N-dime1hyl-2,5-^ 
carboxamide; 

2-(3-bromophenyl)-4-(2,5-difluorophenyl)- NJSf-dimethyl-2,5-dihydro-lH-pyrrole-l 
15 carboxamide; 

2-(3-aminophenyl)-4-(2,5-difluorophenyl)- N,N-dimethyl-2,5-dihydro-lH-pyrrole-l 
carboxamide; 

20 4-(2,5rdifluorophenyl)-2-(3-methylphenyl)-N,N-dimethyl-2,5-dihydro-lH-py^ 
carboxamide; 

(2S)-4-(5-chIoro-2-£luorophenyl)-N,N-dimethyl-2-phenyl-2,5-dihy^^ 
carboxamide; 

25 

4-(2,5-difIuorophenyl)-l-(methylsulfonyl)-2-phenyl-2,5-dihydro-lH^ 
4-(2,5-^fluorophenyl)-l-(ethylsulfonyl)-2-phenyl-2,5-dihy 
30 4-(2,5-difluorophenyl)-2-phenyl-l-(propylsulfonyl)-2,5-dihydro-lH^ 
4-(2,5-difluorophenyl)-l-(isopropylsulfonyl)-2-phenyl-2,5-dihyd^^ 
4-(5-chloro-2-fluorophenyl)-l-(methylsulfonyl)-2-phenyl-2,5-dihydro-lH-py^ 

35 
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4-(5-cWoro-2-fluorophenyl)-lKisopropylsulfonyl)-2-phenyl-2.5-dihydro-lH-pyirole; 

4-(2-fluoro-5-methylphenyl)-l-(isopropylsiilfonyl)-2-phenyl-2,5-dihydro-lH-pyrrole; 

5 2-{ [4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]sulfonyl }ethanaimne; 

2-{[4-(2,5-dinuorophenyl)-2-phenyl-2,5-dmydro-lH-pyirol-l-yl]sulfonyl}-N^- 
dimethylethanamine; 

10 

l-acetyl-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyiiole; 

4-(2-cWoro-5-fluoiX)phenyl)-l-pivaloyl-2-phenyl-2,5-dmydro-lH-pyrrole; 

15 4-<2K:Woro-5-fluorophenyl)-14sobutyi7l-2-phenyl-2,5-dmydro-lH-pyiTole; 

4-(2,5-dmuorophenyl)-l<2,2-dimethylpropanoyl)-2-phenyl-2,5-dihydro-lH-py^ 

144<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2-inethyl-l- 
20 oxopropan-2-ol; 

l_[4-(5-chlorc>-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2-methyl-l- 
oxopropan-2-ol; 

25 l-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dmydro-lH-pynol-l-yl]-2-inethyl-l- 
oxopropan-2-ainine; 

4-(2-fluoro-5-isocyanophenyl)-NJ^-dimethyl-2-phenyl-2,5-dihydro-lH-pyi^^ 
carboxamide; 

30 

4<2,5-difluorophenyl)-2-phenyl-l<tiifluoroacetyl)-2,5-<ffliydK)-lH-pym)le; 
4<5-cWoro-2-fluoK)phenyl)-2-phenyl-l-(tiifluoroacetyl)-2,5-dihydro-lH-pyTO 
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(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]carbonyl}-2- 
methylpropylamine; 

(lR)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-2- 
5 methylpropylamine; 

4-(2,5-difluorophenyl)-2-phenyl-l-L-prolyl-2,5-<iihydro-lH-pyrrole; 
4-(2,5-difluoix)phenyl)-2-phenyl-l-D-prolyl-2,5-dihydro-lH-pyirole; 

10 

(4R)^{[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dmydK)-lH-pyiiol-l-yl]carbonyl}-l,3- 
thiazolidine; 

methyl (3S)-3-anuno-4-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrro 
15 yl]-4-oxobutanoate; 

(4S)-4-amino-5-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-5- 
oxopentanamide; 

20 (lS)-l-{[4K2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-3- 
(methylthio)propylamine; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynol-l-yl]carbonyl}-3- 
(methylsulfonyl)propylaimne; 

25 

(2S)-2-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }pip«ddine; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
30 yl]carbonyl}pentylamine; 

(lS)-2-[4-(2,5-difluoK)phenyl)-2-phenyl-2,5-dmyd«>-lH-pyn:ol-l-yl]-2-oxo-l-(tM^ 
2-ylinethyl)ethylaimne; 
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4-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn:ol-l-yl]carbo 
dioxidotetrahydro-2H-thiopyran-4-ylaimne; 

(2S)-l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-py^^ 
5 oxopropan-2-ainine; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }propylaimne; 

10 (lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol^ 
phenylethanamine; 

(lS)-2-[4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydn)-lH-pyn:^^^ 
phenylethanamine; 

15 

(4S)-4-aniino-5-[4-(2,5-<Ufluorophenyl)-2-phenyl-2,5-dihydro-l& 
oxopentanamide 

3-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-3-oxopropan-l- 
amine; 

20 

(lS,2S)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]ca^^ 
methylbutylamine; 

(lS)-l--{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
25 yl]carbonyl}butylamine; 

(lS>lK:yclopropyl-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydr 
2-oxoethanamine; 

30 l.{ [4-(2,5-difluorophenyl>2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]caibonyl }cyclopropanaimne; 

l-[4-(2,5-difluorophenyl)-2-phenyl-2,5Hiihydro-lH-pyrrol-I-yl]-l-ox 
amine; 

35 
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(lS)-2-[4-(2.5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-l-methyl-2- 
oxoethylamine; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2-oxo-l- 
5 (pyridin-2-ylmethyl)ethylainine; 

(lS)-l-cyclohexyl-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn»l-l-yU 
oxoethanamine; 

(lS)-2-[4<2.5-difluorophenyl)-2-phenyl-2.5-dihydiD-lH-pyirol-l-yl]-l-(4- 
10 iodoben2yl)-2-oxoethylainine; 

(lS)-l-benzyl-2-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]^^^ 
oxoethylamine; 

15 4-{(2S)-2-amino-3-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihy<ko-lH-pyrrol-l-^^^ 
oxopropyl}phenol; 

(3S)-3-{[4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyrrol-l-yl]carbonyl}- 
1,2,3,4-tetrahydroisoquinoline; 

20 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-3- 
phenylpropylamine; 

(lS)-l-{[4<2,5-cUfluorophenyl)-2-phenyl-2,5-dihydro-lH-pym)l-l-yl]caibonyl}-3- 
25 methylbutylamine; 

(lS)-2-[4-(2,5HJifluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2-oxo-l- 
(pyridin-3-ylmethyl)ethylamine; 

30 l-[(2S)-azetidin-2-ylcarbonyl]-4-(2,5-dmuoiophenyl)-2-phenyl-2^-^yd^^ 
pyrrole; 

(3S)-3-amino-4-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dmydro-lH-pyirol-l 
oxobutanamide; 

35 
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4-(2,5-difluorophenyl>l-[(2S)-2,5-dihydro-lH-pyrrol-2-ylcarbonyl]-2-phenyl-2,5- 
dihydro-lH-pyrrole; 

4<2,5-difluorophenyl)-l-[(2-methylazetidin-2-yl)carbonyl]-2-phenyl-2,5-dihydio-lH- 
5 pyrrole; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-2,2- 
dimethylpropylamine; 

methyl (4S)-4-ainiiio-5-[4-(2,5-difluorophenyl>2-phenyl-2,5-dihydio-lH-pyiTOl^ 
10 yl]-5-oxopentaiioate; 

4-(2,5-difluoiophenyl>2-phenyl-l-{[(2S,3S)-2-phenylpyrrolidin-3-yl]caibonyl}-2,5- 
dihydro-lH-pyrrole; 

15 4-(2^-difluorophenyl)-2-pheriyl-l-[(5-phenylpyrroUdin-3-yl)carbonyl]-2,5-dihydro- 
IH-pyrrole; 

(2S)-2-aimrio-3-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l-yl]-3- 
oxopropan-l-ol; 

20 

(2R3S)-3-anuno-4-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-4- 
oxobutan-2-ol; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-l- 
25 (me1hoxymethyl)-2-oxoethylamine; 

4-(2,5-dmucMOphenyl)-2-phenyl-l-(pyrroUdin-3-ylcarbonyl)-2,5-dmydio-lH-pyirote^^ 

4-(2^-difluoiophenyl)-2-phenyl-l-[(3-phenylpyrroUdin-3-yl)acetyl]-2,5-dihydro-lH- 
30 pyrrole; 

(lS>l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynol-l-yl]carboiiyl}-3,3- 
difiuoropiopylamine; 
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(lS)-3-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyiTol-l-yl]-3-oxo-l- 
phenylpropan-1 -amine; 

4-(2,5-(Ufluorophenyl)-2-phenyl-l-[(4S)-4-phenyl-I^prolyl]-2,5-dLihydro-lH-pyirole; 

5 

l.{2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2- 
oxoethyl } cyclohexanamine; 

2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiiol-l-yl]-2K)xoethanam^ 
10 4-{[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihycko-lH-pym)l-l-yl]carbonyl}piperi^ 

4-amine; 

(lS3R>3-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yljcarbonyl }cyclopentanamine; 

15 

(lR,4S)-4-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }cyclopent-2-en-l-ainine; 

(lS,4R)-4-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
20 yl]carbonyl}cyclopent-2-en-l-amine; 

(lS)-l-{[4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydK)-lH-pyrrol-l-yl]carbonyl}but-3- 
ynylamine; 

25 (lR)-3-[4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydro-lH-pynx)l-l-yl]-3-oxo-l- 
phenylpropan-l-amine; 

3.{[4.(2,5-dmuorophenyl)-2-phenyl-2,5-dmydro-lH-pyrrol-l-yl]caibonyl}-2- 
phenylpipeiidine; 

30 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2^-dihydro-lH-pyn:ol-l-yl]carbonyl}b^^^^ 
enylamine; 

(2S)-3-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]-2- 
35 (methylamino)-3-oxopropaii-l-ol; 
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(3R,5S)-5-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }pyrroli(lin-3-ol; 

5 (lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihy<iro-lH-pyirol-l-yl]-2-oxo-l-(l,3- 
thiazol-4-ylmethyl)ethylamine; 

(IR)- 1- { [4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}but-3- 
enylamine; 

10 (2S)-l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-<miydix>-lH-pym)I-l-yl]-N3-to 
oxobutan-2-amine; 

(2S)-l-[4<2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-N,4-dimethyl-l- 
oxopentan-2-amine; 

15 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-l-[(l-methyl- 
lH-imidazol-4-yl)methyl]-2-oxoethylamine; 

4-(2,5-difluorophenyl)-l-(N~6~-fonnyl-L-lysyl)-2-phenyl-2,5Ktihydro-lH-pyiTole; 

20 

(2S,3S)-l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l-yl]-N,3- 
dimethyl- 1 -oxopentan-2-aimne; 

(lS)-l-(cyclohexylmethyl)-2-[4-(2,5-difluorophenyl)-2-phenyI-2,5-dihydro-lH-^ 
25 l-yl]-2-oxoethyIamine; 

(lS)-2-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]-l<lH4^^ 
ylmethyl)-2-oxoethylamine; 

30 (lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiiol-l-yl]-l- 
(isocyanomethyl)-2-oxoethylamine; 

(lS)-l-{[4-(2,5-(iifluorophenyl)-2-phenyl-2,5-dmydn)-lH-pyrrol-l-yl]carbonyl^ 
dimethylbutylamine; 

35 
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l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-^ydro-lH-pyrrol-l-^^^ 
oxobutan-2-amine; 

l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
5 yl]carbonyl }cyclohexanamine; 

l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn:ol-l- 
yl]carbonyl }cyclopentanamine; 

10 (lS)-3-(benzyloxy>l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydr^ 
yl]carbonyl }propylainine; 

l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyi^^ 
oxobutan-2-aniiiie; 

15 

l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiT 

3- en-l-aimne; 

(lS)-l-cyclopentyl-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-l^^^ 
20 oxoethanamine; 

4- (2,5-difluorophenyl)-l-(2-methylprolyl)-2-phenyl-2,5-dihydro-lH-py^ 

1- [4-(5-cWoro-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-pyr^ 
25 oxopropan-2-amine; 

(lS)-l-{[4-(5-cWoro-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-^ 

2- methylpropylaimne; 

30 (lS)-2-[4-(5-cMoro-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-p)^ 
cyclopropyl-2-oxoethanaxmne; 

(lS,2S)-l-{[4-(5-chloro-2-fluorophenyl)-2-phenyl-2,5-dihydro-l 
yljcarbonyl }-2-methylbutylamine; 

35 

-348- 



wo 03/105855 



PCT/US03/18482 



(lS)-l-{[4-(5-chloro-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }pentylainine; 

(lS)-l-{[4-(5-chloro-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]carbonyl}- 
5 3,3-dimethylbutylainine; 

(lS)-l-{[(2S)-4K2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynol-l-yl]carbonyl}- 
2,2-dimethylpropylamine; 

10 (lS)-l-{[(2SM<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynol-l-yl]carbon^^ 
2-methylpropylaiDine; 

(lS)-l-cyclohexyl-2-[(2S)-4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydro-lH-pyTO 
yl]-2-oxoethanaimne; 

15 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yI]carbonyl }but-3-enylamine; 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn:ol-l- 
20 yl]caibonyl}but-3-ynylaimne; 

(lS)-l-benzyl-2-[(2S)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]- 
2-oxoethylamine; 

25 (lS)-l-cyclopropyl-2-[(2S)-4-(2,5-<fifluoix)phenyl)-2-phenyl-2,5-dihy<too-lH-pyrrol-l- 
ylj-2-oxoethananiine; 

l-[(2S)-4K2,5-^fluorophenyl)-2-phenyl-2,5-dihydro-lH-pyriol-l-yl]-2-methyl-l- 
oxopiopan-2-ainine; 

30 

(lS)-l-{[(2S)-4-(5H;hloro-2-fluorophenyl)-2-phenyl-2,5-dihydi»-m-pyrrol-l^ 
yl]caibonyl } -2,2-diinethylpiopylaimne; 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
35 yl]caibonyl}pentylamine; 

-349- 



wo 03/105855 PCT/US03/18482 



(lS)-l-{[(2S)-4-(2,5-ddfluorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]carbonyl}- 
3-methylbutylamine; 

5 (lS)-l-{[(2S)-4-(2,5-cUfluorophenyl)-2-phenyl-2,5-^ydro-lH-pyrrol-l-yl]carbonyl}- 
3,3-diinethylbutylamine; 

l-cyclopropyl-3-[(2S)-4-(2,5-dmuoiophenyl)-2-phenyl-2.5-dihydro-lH-pyrrol-l-^^^ 

3-oxopropan-l-aimne; 
10 (iS)-2-[(2S)-4-(5-cMoro-2-fluorophenyl)-2-phenyl-2,5-<iihydro-lH-pynol-l-^^^ 

cyclopropyl-2-oxoethanamine; 

(lS>l-{[(2S)-4-(5-cMoro-2-fluoxophenyl)-2-phenyl-2,5-dihydro-lH-pytrol-l- 
yl]carbonyl }-2-methylpropylamine; 

15 

(lS,2S)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]carbonyl }-2-methylbutylainine; 

! 4<5-cWoro-2-fluorophenyl)-2<3-hydroxyphenyl)-l-(2-methylalanyl)-2,5-dihydro-lH 
20 pyrrole; 

(2S)-4-(5-chloro-2-fluorophenyl)-2-(3-hydroxyphenyl)-l-(2-methylalanyl)-2,5- 
dihydro-lH-pyrrole; 

25 4.(2,5-dmuorophenyl)-2-(3-hydroxyphenyl>l-I^valyl-2,5-<Uhydro-lH-pyrrole; 

4-(5-chloro-2-fluorophenyl)-2K3-hydioxyphenyl)-l-I-valyl-2.5-dihydro-lH-p^^ 

(2S)-4K5-cWoro-2-fluoropheiiyl)-2-(3-hydroxyphenyl>l-I^valyl-2,5-Klihydr^ 
30 pyrrole; 

4<2,5-<lifluorophenyl)-2<3-hydroxyphenyl)-l<2-methylalanyl)-2^-dihydro-lH- 
pyrrole; 
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3- [l-[(2S)-2-ainino-2-cyclopropylethanoyll-4-(5-cWoro-2-nuoropheny^^ 
lH-pyirol-2-yl]phenol; 

4- (5-cWoro-2-fluorophenyl)-2-(3-hydroxyphenyl)-l-L-isoleucyl-2,5-dih^^ 
pyrrole; 

4-(5-cMoio-2-fluorophenyl)-2-(3-hydroxyphenyl)-l-L^norleuc^^^ 
pyrrole; 

(2S)-4-(5-chloro-2-fluorophenyl)-2-(3-hydroxyphenyl)-l-(3-meA^^ 
dihydro- IH-pyrrole; 

(2S)-4-(2,5-Difluorophenyl)-N-ine1hyl-2-phenyl-N-piperi^^ 
pyrrole- 1 -carboxamide; 

(2S)-4-(2,5-Difluorophenyl)-N-methyl-2-phenyl-N-(piperidin-4-yto^ 
dihydro-lH-pyrrole-l-carboxamide; 

(2S)-4-(5-Chloro-2-fluorophenyl)-N-methyl-2-phenyl-N-[(3R)-pyr^^ 
dihydro- IH-pyrrole- 1-carboxamide; 

(2S)-4-(5-cWoro-2-fluorophenyl)-N-methyl-2-phenyl-N-piperidin-4-yl-^ 
IH-pyrrole-l-carboxamide; 

(2S)-4-(5-chloro-2-fluorophenyl)-N-methyl-2-phenyl-N-[(3S)-pyrroU 
dihydro-lH-pyrrole- 1-carboxamide; 

(2S)-4-(2,5-difluorophenyl)-N-methyl-2-phenyl-N-pyrroUdin-3-yl^^ 
pyrrole-l-carboxamide; 

(2S)-4-(2,5-difluorophenyl)-N-methyl-N-[(3S>l-methylpyrroU^^^ 
dihydro-lH-pyrrole-l-carboxamide; 

(2S)-4-(2,5-difluorophenyl)-N-methyl-N-[(3R)-l-methylpyn:olidin-^ 
2,5-dihydro-lH-pyrrole-l-carboxamide; 
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(2S)^-(2,5-difluorophenyl)-N-methyl-N-[(l-methyl-5-oxopyiroUdin-2-yl)methyl]-2- 
phenyl-2,5-dihydro-lH-pyirole-l-carboxamicie; 

5 (2S)-4-(2,5-difluorophenyl)-N-(l,3-dioxolan-2-ylmethyl)-N-methyl-2-phenyl-2,5- 
dihydro-lH-pyrrole-l-carboxamide; 

(2S)-4-(2,5-dffluorophenyl)-N-me1hyl-2-phenyl-N-telTahydK)fi^ 

IH-pyirole-l-carboxamide; 
10 (2S)-N-(l-aUylpiperidin-4-yl)-4-(2,5-difluoK)phenyl)-N-methyl-2-phenyl-2,5-di^ 

IH-pyrrole-l-carboxajaoide; 

allyl 4-[{ [(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyirol-l- 
yl]caibonyl}(methyl)amino]piperidine-l-carboxylate; 

15 

allyl 4-{ [{ [(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]carbonyl } (methyl)amino]methyl }piperidine-l-carboxylate; 

(2S)-4-(2,5-difluon)phenyl)-N-methyl-N-(l-methylpiperidin-4-yl)-2-phenyl-2,5- 
20 dihydro-lH-pyrrole-l-carboxamide; 

4-(2,5-Difluorophenyl)-N-methyl-N-[(l-methylpiperidin-3-yl)methyl]-2-phenyl-2,5- 
dihydro-lH-pyrrole-l-caiboxamide; 

25 4-(2,5-difluoiophenyl)-N-methyl-2-phenyl-N-(pyridin-3-ylmethyl)-2,5-dihydro^ 
pyrrole- 1 -carboxamide; 

N-benzyl-4-(2,5-difluorophenyl)-N-methyl-2-phenyl-2,5-dmydro-lH-pyrrole-l- 
carboxamide; 

30 

4-(2,5-difluorophenyl)-N-methyl-N-[(l-methyl-lH-pyrazol-4-yl)methyl]-2-phenyl- 
2,5-dihydro-lH-pynrole-l-carboxaimde; 

4-(2,5-difluorophenyl)-N-[2-(dimethylainino)ethyl]-N-methyl-2-phenyl-2,5-dihydro- 
35 IH-pyrrole-l-carboxamide; 
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4-(2,5-difluorophenyl)-N-(2-hydroxyethyl)-N-methyl-2-phenyl-2,5-dihydro-lH- 
pyrrole-l-carboxamide; 

5 4-(2,5-difluorophenyl)-N-isobutyl-N-methyl-2-phenyl-2,5-<iihydro-lH-pyrrote^ 
caiboxamide; 

4-(2,5-difluorophenyl)-N-methyl-2-phenyl-N<2-pyridin-2-ylethyl)-2.5-dih 
pyrrole-l-carboxamide; 

10 

4-(2,5-difluorophenyl)-N<2-methoxyethyl)-N-methyl-2-phenyl-2,5-dihydro-lH- 
pynx)le-l-carboxamide; 

4-(2,5-difluorophenyl)-N<23-dihydroxypropyl)-N-me1hyl-2-phenyl-2,5-dmydro-lH^ 
15 pytrole-l-carboxamide; 

4-(2,5-difluorophenyl)-N-methyl-2-phenyl-NK2-phenylethyl)-2,5-dihydbx)-lH-p^^ 
l-carboxamide; 

4-(2,5-difluorophenyl)-2-phenyl-N-propyl-2,5-dihydro-lH-pyrrole-l-<;arboxamide; 

20 

4K5-cWoro-2-fluorophenyl)-2K3-hydroxyphenyl)-N-methyl-N-piperidm-4-yl-2,5 
dihydro-lH-pyrrole-l-carboxamide; 

4-(2,5-difluoiophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-piperidin-4-yl-2,5-dih^ 
25 IH-pynole-l-carboxamide; 

l-Acetyl-4-(2,5-dMuoix)phenyl)-2-methyl-2-phenyl-2,5-dihydro-lH-pym)le; 

(2S)-l-[4-(2,5-dmuorophenyl)-2-methyl-2-phenyl-2,5-dmydiX)-lH-pyrrol-l-yU 
30 methyl-l-oxobutan-2-amine; 

(2S)-4-(2,5-difluoK>phenyl)-NJ^>trimethyl-2-phenyl-2,5-dihydro-lH-pynx)le-l^ 
carboxamide; 
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(2S)-4-(5-cWoro-2-fluorophenyl)-N^,2-trimethyl-2-phenyl-2,5-dihydto-lH-p>CT 
l-carboxamide; 

(2S)-4-(5-cMoro-2-fluoiophenyl>2-methyl-2-phenyl-2,5-dihydro-lH-pyrrole-l- 
S carboxamide; 

(2S)-4-(5-cWoro-2-fluorophrayl)-N<;thyl-2-methyl-2-phenyl-2,5-Kiihydro 
l-carboxamide; 

10 (2S)-l-[(2SH-(2,5-<lifluorophenyl)-2-phenyl-2,5-dmydro-lH-pynol-l-yl3-3,3- 
dimethyl-l -oxobutan-2-ol; 

(2S)-l-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTOl-l-yl]-3-meth^^ 
l-oxobutan-2-ol; 

15 

(2S,3S)-l-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-3- 
methyl-l-oxopentan-2-ol; 

l-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-l-oxohexan-2- 
20 ol; 

(2S)-l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-l-oxo-3- 
phenylpropan-2-ol; 

25 (2S)-l-[4-(2.5-dmuorophenyl)-2-phenyl-2,5-dihydn>-lH-pyrrol-l-yl]-4-methyl-^ 
oxopentan-2-ol; 

(lS)-l-cyclohexyl-2-[4K2,5-difluon>phenyl)-2-phenyl-2,5-dihydro-lH-pyiTOl-l-yl]-^^ 
oxoethanol; 

30 

(2S)-l-[4K2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]-33-dimeA^^ 
oxobutan-2-ol; 

N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
35 pyn:ol-l-yl]-2-oxoethyl}-N-2J*I-2-dimethylglycinaimde; 
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N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH- 
pyiiol-l-yl]-2-oxoethyl}-N-2-methylglycinamide; 

5 N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}glycinamide; 

N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-<Ufluoix5phenyl)-2-phenyl-2,5KWiydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-2-methylalaninaimde; 

10 

N-l-{(lS)-l-tert-butyl-2-[(2S)-4-(2.5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH- 
pyrrol-l-yl]-2-oxoethyl}glycinamide; 

N-l-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5Kiifluorophenyl)-2-phenyl-2.5-dihydro-lH- 
15 pyiTol-l-yl]-2-oxoethyl}-N-2,N-2-^Jimethylglycinainide; 

N-l-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl }-N-2,N-2-diinethylglycinamide, N-oxide; 
• N-l-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 

20 pyiTol-l-yl]-2-oxoethyl }-2-methylalaninamide; 

N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH- 
pyrrol-l-yl]-2-oxoethyl}-N-2-,N-2-dimethylglycinamide n-oxide; 

25 N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydi:o-lH- 
pyrrol-l-yl]-2-oxoethyl}-2-pynx)lidin-l-ylacetainide; 

2-azetidin-l-yl-N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl>2-phenyl-2,5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl } acetamide; 

30 

N-{(lS)-l-cyclopix>pyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pym)l-l-yl]-2-oxoethyl}-2-morpholin-4-ylacetamide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
35 pyiiol-l-yl]-2-oxoethyl}-2-piperazin-l-ylacetaiiiide; 
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N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol- 1 -yl]-2-oxoethyl } -2-(4-methylpiperazin- 1 -yl)acetamide; 

5 2-a2etidin-l-yl-N-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl}acetamide; 

N-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydro-lH-pyrro^^ 
l-yl]-2-oxoethyl}-2-pyiTolidin-l-ylacetamide; 

10 

N-{(lS)-l-tert-butyl-2-[(2S)-4K2,5-dmuorophenyl)-2-phenyl-2,5-<Uhydro-lH-pyr^ 
l-yl]-2-oxoethyl}-2-piperidin-l-ylacetamide; 

N-{(lS)-l-tert-butyl-24(2S)-4<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol- 
15 l-yl]-2-oxoethyl }-2-morpholin-4-ylacetaimde; 

N-l-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-N-2-(2-hydroxyethyl)glycinamide; 

N-{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol- 
20 l-yl]-2-oxoethyl}-2-(4-methylpiperazin-l-yl)acetamide; 

N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-N-2-isopropylglycinamide; 

25 N-{(lS)-l-cyclopiopyl-2-[(2S)-4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyI } acetamide; 

N-l-{(lS>l-tert-butyl-2-[(2S)-4-(2,5-difluoiophenyl>2-phenyl-2.5-dihydro-lH- 
pym)l-l-yl]-2-oxoethyl}-N-2-ethylglycinamide; 

30 

"N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-2-hydroxyacetamide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
35 pyirol-l-yl]-2-oxoethyl}piperazine-l-caiboxamide; 
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N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyirol-l-yl]-2-oxoethyl}-N'-piperidin-4-ylurea; 

4-amino-N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2.5-d^^ 
lH-pyrroH-yl]-2-oxoethyl}piperidine-l-carboxainide; 

NK2-aminoethyl)-N'-{(lS)-l-cyclopropyl-2-[(2SM<2,5-difluorophenyl)-2-phenyl- 
2.5-dihydro-lH-pym)l-l-yl]-2-oxoethyl}urea; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2.5-difluorophenyl)-2-phenyl-2,5-dihydio-lH- 
pyrrol-l-yl]-2-oxoethyl}-N'-(3-morpholin-4-ylpiopyl)urea; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyn:ol-l-yl]-2-K)Xoethyl}-N'-[2-(dimethylamino)ethyl]urea; 

2-azetidin-l-yl-N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl}ethanesulfonamide 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyirol-l-yl]-2-oxoethyl}-2-(isopropylaniino)ethanesulfonamide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyn:ol-l-yl]-2-oxoethyl}-2-pyrroUdm-l-ylethanesulfonamide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pynol-l-yl]-2-oxoethyl}-2-morpholin-4-ylethanesulfonamide; 

N-{(lS>l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH^ 
pyitol-l-yl]-2-oxoethyl}-2-piperazin-l-ylethanesulfonamide; 

N-{(lS>l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyirol-l-yl]-2-oxoethyl}-2-(4-methylpiperazin-l-yl)ethanesulfonamide; 
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N-(tert-butyl)-2-[(2SM-(2,5-difluorophenyl)-2-phenyl-2,5-d^ 
yl]acetamide; 

2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyixol-l^ 
S isopropylacetamide; 

(2S)-l-(2-azetidin-l-yl-2-oxoethyl)-4-(2,5-dmuorophenyl)-^^^ 
pyrrole; 

10 (2S)-4-(2,5-difluorophenyl)-l-(2-oxo-2-pyn:oUdin-l-ylelhyl)-2-p^ 
IH-pyrrole; 

4-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl] acetyl }morpholine; 

15 

l-{[(2S)-4«(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]acetyl }piperazine; 

1- {[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]ac 
20. methylpiperazine; 

2- [(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-^^^ 
isopropylbutanamide; 

4-{2-[(2S)-4-(2,5-dmuorophenyl>2-phenyl-2,5-dmydro-lH-pyr^ 
25 yl]butanoyl}morpholine; 

2-[(2S)-4-(2,5"dmuorophenyl>2-phenyl-2,5-dihydro-lH-pyrrol-l-^^^ 
ethylacetamide; 

30 N-cyclobutyl-2-[(2SH-(2,5-difluorophenyl)-2-phenyl-2,5-dih^ 
yl]acetaiiiide; 

2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pycrol-l-yl]-N- 
ethylpropanamide; 

35 
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N-cyclobutyl-2-[(2S)-4-(2,5-difluoK>phenyl)-2-phenyl-2,5-dihydro-lH-pyiiol-l 
yl]propanamide; 

2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-N- 
5 methylpropanamide; 

2-[(2S)-4<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyriol-l-yl]-N- 
isopropylpropanamide; 

10 N-(tert-butyl)-2-[(2S)-4-(2,5-dmuoiophenyl)-2-phenyl-2,5-dmydro-lH-pyrrol-l^ 
yljpropanamide; 

4-{2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynrol-l- 
yl]propanoyl}morpholine; 

15 

(3S>3-aimno-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]- 
N-ethyl-2,2-dimethyl-4-oxobutanamide; 

(3S)-3-amino-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]- 

20 2,2-dimethyl-4-oxo-N-piperidin-4-ylbutanamide; 

(3S)-3-amino-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l-yl]- 

2,2-dmiethyl-4-oxobutanoic acid; 

(3S)-3-amino-4-[(2S)-4<2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l-y^^ 
25 N,N,2,2-tetrameth3d-4-oxobutanamide; 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]caibonyl}- 
2,2-dimethyl-3-oxo-3-piperazin-l-ylpropylamine; 

30 (3S>3-amino-4-[(2S)-4-(2.5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]- 
N-isopropyl-2^-diiiiethyl-4-oxobutanamide; 

(3S)-3-amino-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]- 
NA2-trimethyl-4-oxobutanainide; 

35 
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(3R)-3-amino-4-[(2S)-4-(2,5-difluorophenyl>2-phenyl-2,5-dihydro-lH-pyn:ol-l-.yl> 
NJ^,2,2-tetrainethyl-4-oxobutanainide; 

(3R)-3-aitdno-4-[(2S)-4<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynol-l-yl] 
5 2,2-dimethyl-4-oxobutanoic acid; 

(lR)-l-{[(2S)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dmydro-lH-pyitol-l-yl]carbonyl}- 
2,2-dimethyl-3-oxc)-3-piperazin-l-ylpropylaimne; 

10 2<{(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyriol- 

1- yl]-2-oxoethyl}ammo)-N-ethylacetaaiiide; 

2- ({(lS)-l-tert-butyl-2-[(2S)-4-(2.5-dmuorophenyl)-2-phenyl-2.5-dihydro-lH-pyiiol- 

1- yl]-2-oxoethyl}amino)-N-niethylacetainide; 

15 

2- ({(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol- 

1- yl]-2-oxoethyl}andno)-N,N-Kfimethylacetamide; 

2- ({(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyiTOl- 

20 l-yl]-2-oxoethyl}aimno)-N-methyl-N -ethylacetamide; 

2-({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 

pyrrol-l-yl]-2-oxoethyl}anmio)-N-methylacetamide; 

2-({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
25 pynrol-l-yl]-2-<)xoethyl}amino)-N-ethylacetaniide; 

2<{(lS)-l-«yclopropyl-2-[(2S)-4-(2,5-KUfluQrophenyl)-2-phenyl-2,5-dihydro-lH- 
pyirol-l-yl]-2-oxoethyl}aimno)-NJ^-KJiinethylacetainide; 

30 2-({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pym)l-l-yl]-2<>xoethyl}amino)-N-isopropylacetamide; 

2-({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyiiol-l-yl]-2-oxoethyl } amino)-N-ethyl-N-methylacetamide; 

35 
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2-({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyirol-l-yl]-2-oxoethyl}ainino)-NJSr-diethylacetamide; 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dmydro-lH-pyrro 
5 yl]-2-oxo-N-(2-oxo-2-pyiroUdin-l-ylethyl)ethanamine; 

(lS)-l-cyclopiopyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydK>-lH-pyirol- 
yl]-N-(2-moiphoUn-4-yl-2-oxoethyl)-2-oxoethanamine; 

10 l-[({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoe1hyl}ammo)acetyl]piperidin-4-ol; 

(lS)-l-cyclopropyl-2-[(2S)-4<2,5-difluorophenyl)-2-phenyl-2,5-(iihydro-lH-pynol-l- 
yl]-N-[2-(4-methylpiperazin-l-yl)-2-oxoethyl]-2-oxoethanaimne; 

15 

(lS)-N-(2-azeticlin-l-yl-2-oxoethyl)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2- 
phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2-oxoethanamine; 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiiol-l- 
20 yl].N-[2-(14-dioxidothiomorphoUn-4-yl)-2K)xoethyl]-2-oxoethanainine; 

(lS)-N-[2-(4-acetylpiperazin-l-yl)-2-oxoethyl]-l-cyclopropyl-2-[(2S)-4-(2,5- 
dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pynx)l-l-yl]-2-oxoethanamme; 

(lS)-l-tert-butyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dmydrcHlH-pyiro 
25 yl]-N<2-moq)hoUn-4-yl-2-oxc«thyl)-2-oxoethanamine; 

(lS)-l-tert-butyl-2-[(2S)-4-(2,5-dmuoiophenyl)-2-phenyl-2,5-dihydro-lH-py^ 
yl]-2-oxo-N-(2-<)xo-2-pyrroUdm-l-ylethyl)ethanamine; 

30 2-({(lS)-l-tert-butyl-2-[(2S)-4<2,5-difluorophenyl)-2-phenyl-2,5-^ydro-lH-pyiTO 

1- yl]-2-oxoethyl}amino)-N-isopropylacetamide; 

2- (dimethylairdno)ethyl(lS)-l-cyclopropyl-2-[(2S)-4-(2.5-dffluorophenyl)-2-phen^ 
2,5-dihydro-lH-pyiroH-yl]-2-oxoethylcarbaniate; 

35 
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l-methylpiperidin-4-yl(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl- 
2,5-dihydio-lH-pyn:ol-l-yll-2-oxoethylcarbainate; 

(2S)-4-cyclopropyl-N,N-dimethyl-2-phenyl-2,5-dihydro-lH-pyrrole-l-carboxaini^^^ 

5 

(2S)-4-cyclopentyl-N.N-dimethyl-2-phenyl-2,5-dihydro-lH-pyrrole-l-carboxam 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]-2-oxoethyl4-methylpipCTazme-l-carboxylate; 

10 

1- cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihy(ko-lH-pyiTO 

2- oxoethyl2-motpholin-4-ylethylcarbainate; 

N-[({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
15 pyirol-l-yl]-2-oxoethyl}oxy)-carbonyl]glycine; 

(lS)-l-cyclopropyl-2-[(2S)-4K2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynx)l-l- 
yl]-2-oxoethyl l-methylpiperidin-4-ylcarbamate; 

20 (lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]-2-oxoetihiylmethyl(l-methylpiperidin-4-yl)carbamate; 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl>2-phenyl-2^-dmydro-lH-pyra)l-^ 
yl]-2-oxoethyl4-dimethylamino)piperidine-l-carboxylate; 

25 

tert-butyl(2S)-4-(2-«hlorcK5-fluoropyiimidin-4-yl>2-phenyl-2,5-dihydro^ 
1-carboxylate; 

(2S)-4-(5-fluoro-2-methylpyrinudin-4-yl)-NJ>I-dime1hyl-2-phenyl^^ 
30 pyiTole-l-carboxamide; 

(2S)-4-(2-chloro-5-fluoiopyriiiiidin-4-yl)-N,N-dimethyl-2-phenyl-2,5-di^^ 
pyrrole-l-carboxamide; 
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(2S)-4<4-cMoro-5-methylpyrimidin-2-yl)-N^-dimethyl-2-phenyl-2,5-dihydro-lH- 
pyirole-l-caiboxamide; 

(2S)-4K6-cWoropyrinucUn-4-yl)-N,N-cUmethyl-2-phenyl-2,5-dihydro-lH-pyitole-l- 
5 carboxamide; 

(2S)-4<2-<Woropyrimidin-4-yl>N,N-dimethyl-2-phenyl-2,5-dihydro-lH-pyr^ 
carboxamide; 

10 (2S)-NJSr-^limethyl-4-(4-methylpyridin-3-yl)-2-phenyl-2,5-dihydro-lH-^ 
carboxamide; 

(2S)-NJSfKiimethyl-2-phenyl-4-(13-tWazol-2-yl)-2.5-dmydro-lH-pyrrole-l- 
carboxamide; 

15 

(2S)-N,N-dimethyl-2-phenyl-4-(l,3-thiazol-4-yl)-2,5-dihydro-lH-pyrrole-l- 
carboxamide; 

(2S)-NJ^-dimethyl-2-phenyl-4-(l,2-thiazolr5-yl)-2,5-dihydro-lH-pyrrole-l- 
20 carboxamide; 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N,N-dimethyl-2,5-dihydro-lH-pyrrole-l- 
carboxamide; 

(2S)-4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N^-dimethyl-2,5-dihydro-lH- 
25 pyrrole-l-carboxamide; 

(2S)-4-(2,5-difluorophenyl)-N-(2-hydTOxyethyl)-N-methyl-2-phenyl-2,5-dihydro-lH- 
pyrrole-l-carboxamide; 

30 N-{ [4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl>2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl}-N-methyl-beta-alanine; 

methyl N-{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }-N-methyl-beta-alaninate; 

35 
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4-{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
yl]acetyl }niorpholin-4-iuin; 

3- [(2S)-4-(2,5-(finuorophenyl)-l-(2-hydroxy-2-methylpropanoyl)-2,5-dihydro-lH- 
5 pyrrol-2-yl]phenol; 

4- (2,5-dmuorophenyl)-2-(3-hydroxyphenyl)-N,N-^methyl-2.5-^ydro-lH-pyiTO^ 
s\ilfonaimde; 

10 3-[4-(2,5-difluorophenyl)-l<methylsvilfonyl)-2,5-dihydro-lH-pyirol-2-yl]phenol^ 

3-[4-(2,5-difluorophenyl)-l<morphoUn-4-ylcarbonyl>2,5-dihydro-lH-pyirol^^ 
yl]phenol; 

15 3-[4-(2,5-dmuorophenylVl-(2,2-dimelhylpropanoyl)-2,5-dihydro-lH-pyiTO^^^ 
yl]phenol; 

(2S)-4<2,5-difluorophenyl)-l-[(methylsiilfonyl)acetyll-2-phenyl-2,5-dmydro-lH- 
pyrrole; 

20 

(25)-4-(2,5-dmuorophenyl)-2-phenyl-l-[(phenylsulfonyl)acetyl]-2,5-dihydro-lH- 
pyrrole; 

3-[(2S)-l-[(2S)-2-cyclopropyl-2-hydroxyethanoyl]-4-(2,5-di£luorophenyl)-2,5- 
25 dihydro-lH-pynx)l-2-yl]phenol; 

3-{(2S)-4-(2,5-difluorophenyl)-l-[(2S)-2-hydroxy-3,3-dimethylbutanoyl]-2,5- 
dihydro-lH-pyrrol-2-yl }phenol; 

30 (lS)-l-cyclopropyl-2-[(2S)-4-(2.5-difluorophenyl)-2-phenyl-2,5-dmydro-lH-pyrrol-l- 
yl]-2-oxoethanol; 

(2S)-4<2,5-dmuorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-tetrahydrofuran 
2,5-dihydro- IH-pyirole-l-carboxamide; 

35 

(2S)-4-(2,5-dmuorophenyl)-2K3-hydroxyphenyl)-NK2-methoxyethyl)-N-met^^^^ 
dihydro-lH-pyrrole-l-carboxamide; 
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(2S)-4-(2,5-dmuorophenyl)-2<3-hydroxyphenyl)-N-methyl-N-tetrahydro-2H-pyran-^ 
yl-2,5-dihydro-lH-pyirole- l-carboxamide; 

3- [(2S)-4-(2,5-difluorophenyl)-l-(piperidin-l-ylcaibonyl>2,5-dihydro-lH-pyiiol-2- 
5 yl]phenol; 

4- (2,5-difluorophenyl)-N41<2-fluoroethyl)piperidin-4-yl]-2K3-hydroxyphenyl>N- 
me1hyl-2,5-^ydro-lH-pyrrole-l-carboxainide; 

10 4-[{ [4-(2,5-difluorophenyl)-2K3-hydK)xyphenyl)-2,5-dihy(ko-lH-pyiiol-l- 
yl]carbonyl}(methyl)amino]piperidiiuumtrifluoroacetate; 

2- [{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyirol-l- 
yl]carbonyl}(me1hyl)aimno]ethyl4-methylpiperazine-l-carboxylate; 

15 

3- {4K2,5-difluorophenyl)-l-[(4-methylpiperazm-l-yl)carbonyl]-2,5-dihydro-lH- 
pyrrol-2-yl}phenol; 

2-[{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyirol-l- 
20 yl]carbonyl}(methyl)amino]ethyl morpholine-4-carboxylate; 

4<2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-niethyl-N-[(l-methyl-lH-pyrazol-4- 
yl)methyl]-2,5-dihydro-lH-pyiiole-l-carboxamide; 

25 4-(2,5-<fifluorophenyl)-2-(3-hydroxyphenyl)-N<isoxazol-5-ylmethyl)-N-methyl^^ 
dihydro-lH-pytrole-l-caiboxamide; 

2-[{[4-(2^-dmuorophenyl)-2-(3-hydroxyphenyl)-2,5-dmydbco-lH-pyirol-l- 
yl]cail)onyl}(methyl)ainino]ethyldime1hylaminocaiboxylate; 

30 

2-[{ [4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
yl]cariM)nyl}(me1hyl)ainino]ethylpiperidine-l-carboxylate; 

4- (2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[2-(2-oxopyrroUdin-l- 
35 yl)ethyl]-2,5-dihydro-lH-pyirole-l-carboxamide; 
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4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[(5-oxo-4,5-dihydro-lH- 
l,2,4-iriazol-3-yl)methyl]-2,5-dihy(ko-lH-pyirole-l-^arboxainide; 

5 4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-(tetrahydro-2H-pyran-^ 
ylmethyl)-2,5-dihydro-lH-pyiTole-l-carboxaimde; 

4<2,5-^uorophenyl)-2-(3-hydroxyphenyl)-N-{[5-(methoxymethyl)-lH-pyrazol-3- 
yl]methyl } -N-me1hyl-2,5-dihydro-lH-pynx>le-l-caiboxaniide; 

10 

4-(2,5-dmuorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-(l,3-thiazol-4-ylmeA^^ 
2,5-KUhydio-lH-pyiTole-l-carboxainide; 

4-(2,5-difluorophenyl)-2-(3-hyciroxyphenyl)-N-methyl-N-t(4-methyl-l,2,5-oxadiazol- 
15 3-yl)methyl]-2,5-dihydix)-lH-pyrrole-l-^aiboxamide; 

4-(2,5-cUfluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-(13-thiazol-2-ylmethyl)- 
2,5-dihydro-lH-pyrrole-l-carboxamide; 

20 4-(2,5-difluorophenyl)-2-(3-hyd[roxyphenyl)-N-(isoxazol-3-ylinethyl)-N-methyl-2,5- 
dihydro-lH-pyrrole-l-carboxamide; 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[2-(lH-l,2,4-triazol-l- 
yl)ethyl]-2,5-dihydix>-lH-pyrrole-l-caiboxaimde; 

25 

4<2,5-^nuorophenyl)-2-(3-hydioxyphenyl)-N-methyl-N-[2-(lH-pyra2ol-l-yl)ethyl]- 
2,5-dihydro-lH-pyitole-l-carboxamide; 

4-(2,5Mlifluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[(l-methyl-5-oxopyiTO 
30 2-yl)methyl]-2,5-dihydro-lH-pyirole-l-carboxaimde; 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-(l-isoxazol-3-ylethyl)-N-methyl-2,5- 
dihydro-lH-pyrrole-l-carboxamide; 
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4K2,5-difluorophenyl)-NK13-dioxolan-2-ylmethyl)-2K3-hydroxyphenyl)-N-methyl- 
2,5-dihydro-lH-pyrrole-l-carboxamide; 

4<2,5-difluorophenyl)-N-(l,4-dioxan-2-ylmethyl)-2-(3-hydroxyphenyl)-N-methyl- 
5 2,5-dihydro-lH-pyrrole-l-carboxamide; 

4-(2,5-difluoiophenyl)-2K3-hydroxyphenyl)-N-methyl-N-[(5-methyl-13,4K)xa^ 
2-yl)methyl]-2,5-dihydro-lH-pyrrole-l-carboxamide; 

10 4-(2,5-difluorophenyl)-2<3-hydroxyphenyl)-N-methyl-N-[2-(methylsulfonyl)eA^^^ 
2,5-dihydio-lH-pyrrole-l-carboxamide; 

2-[{[4-(2,5-difluorophenyl)-2-(3-hydioxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl}(methyl)aimno]ethanesulfonicacid; 

2- hydroxyethyl (lS)-l-{ [(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol- 

1- yl]carbonyl}-2,2-dimethylpropylcarbainate; 

3- hydroxypropyl(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
20 pyiiol-l-yl]caibonyl}-2,2-dimethylpropylcarbainate; 

2- hydroxyethyl {(15)-l-isopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5- 
dihydro-lfl-pyiiol-l-yl]-2-oxoethyl}carbamate; 

25 2-hydroxyethyl { (lS)-l-cyclopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2.5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl}carbamate; 

4- hydroxybutyl(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]carbonyl}-2,2-dimethylpropylcarbainate; 

30 

(2S)-4-(2,5-difluoiophenyl)-l-[2-(methylsulfonyl)ethyl]-2-phenyl-2.5-dihydro-lH- 
pytrole; 

(2S)-4-(2,5-difluorophenyl)-l-[2-(ethylsulfonyl)ethyl]-2-phenyl-2,5-dihydro-lH- 
35 pyrrole; 

l-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn:ol-l-yl]pentan-3-one; 
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4-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-cimydro-lH-pyirol-l-yl]butan-^^^ 

4-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyixol-l-yl]-3 
5 2-one; 

2- [(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l-yl]-iV,Ar- 
dimethylethanesulfonamide; 

10 3-{(25)-4-(2.5-dmuorophenyl)-l-[2Kmethylsulfonyl)ethyl]-2,5-dihydro-lH^^ 
yl}phenol; 

methyl 3-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyitol-l- 
yl]propanoate; 

(2S)-4-(2.5-difluorophenyl)-142-(ethylsulfonyl)propyll-2-phenyl-2,5-dihydro-l^^ 
pyrrole; 

3- [(2S)-4-(2,5-dinuorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-iSt 
20 methylpropanamide; 

3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-W- 
dimethylpropanamide; 

25 3.[(2S)-4-(2.5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyrrol-l-yl]-iV^.2- 
tiimethylpropanainide; 



15 



30 



4-{3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]propanoyl }morpholine; 

l-{3-[(25)-4-(2,5-dinuoropheiiyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]propanoyl}-4- 
(methylsulfonyl)piperazine; 



l-{3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
35 yl]propanoyl}pipericlin-4-ol; 

methyl 3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-m-pyrrol-l- 
yl]propanoate; 

40 2-({(lS)-l-cyclopropyl-2-[(2S)-4-(2.5-difluorophenyl>2-phenyl-2,5-dihydro-lH- 
pyrtol-l-yl]-2-oxoethyl}oxy)-N-ethylacetamide; 

4-({(15)-l-cyclopropyl-2-[(2S)-4-(2,5-difluoropheiiyl)-2-phenyl-2,5-dmydro-lH- 
pyiiol-l-yl]-2-oxoethoxy}acetyl)moipholine; 

45 
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2-{(15)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethoxy}-Ar-(2-hydroxyethyl)acetamide; 

l-({(lS)-l-cyclopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
5 pyn:ol-l-yll-2-oxoethoxy}acetyl)-4-methylpiperazine; 

l-({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethoxy}acetyl)piperazine; 

10 2-{(15)-l-cyclopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lfl- 
pyitol-l-yl]-2-oxc«thoxy}-iV-piperidin-4-ylacetainide; 

l<{(lS)-lK:yclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyiTol-l-yl]-2-<)xoethoxy}acetyl)piperidin-4-amine; 

N-{(15)-l-cyclopropyl-2-[(25)-4<2,5-<Muorophenyl)-2-phenyl-2,5-dihyd^^ 
pym)l-l-yl]-2-oxoethyl}-3-morphoUn-4-yl-3-oxopropan-l-amine; 

iV^-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-Kjmuorophenyl)-2-phenyl-2,5-dmy<ko^ 
20 pyirol-l-yl]-2-K>xoethyl}-N*^^-dimethyl-p-alaninamide; and 

((15)-l-{ [(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l- 
yl]carbonyl}-2>dimethylpn>pyl)(3-moipholin-4^yl-3K)xopropyl)ainine; 

25 or a pharmaceutically acceptable salt or stereoisomer thereof. 

12. The compound according to Claim 1 1 which is selected from: 

(_)^(2,5-difluorophenyl)-N4Sr-dimethyl-2-phenyl-2,5-dihydro-lH-pynole-l- 
30 carboxamide; 

4-(5-chloro-2-fluoiophenyl)-NJ^-dimethyl-2-phenyl-2,5-dihydro-lH-pyrrole-l- 
caiboxamide; 

35 4-(2,5-difluorophenyl)-l-(isopropylsulfonyl)-2-phenyl-2,5-dihydio-lH-pyrrole; 

l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-2-methyl-l- 
oxopropan-2-ol; 
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l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynx>l-l-yl]-2-methyl-l- 
oxopropan-2-aimne; 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}- 
5 2,2-dimethylpropylamine; and 

(2S)-4-(2,5-dmuoiophenyl)-N-methyl-2-phenyl-N-piperidin-4-yl-2,5-dmyd^^ 
pyrrole- l-caiboxamide; 

10 or a pharmaceutically acceptable salt or stereoisomer thereof. 

13. The compound according to Claim 1 1 which is selected from: 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol- 
15 l-yl]-2-oxoethanamine; 

(2S)-4-(2,5-difluorophenyl)-N-methyl-2-phenyl-N-piperidin-4-yl-2,5-dihydro-lH- 
pyrrole-l-carboxamide; 

20 (lS)-l-{[(2S)-4-(2.5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}- 
2,2-dimethylpropylamine; 

2K{(lS)-l-tert-butyl-2-[(2S)-4<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol- 
l-yl]-2-oxoethyl)amino)-N-ethylacetamide ; 

25 

(2S)-4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N,N-dimethyl-2,5-dihydro-lH- 
pyrrole-l-carboxamide; 

(2S)-4-(2,5-difluorophenyl)-N-methyl-N-(l-methylpiperidin-4-yl)-2-phenyl-2,5- 
30 dihydro-lH-pytrole-l-carboxamide; and 

(2S)-4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-l-I^valyl-2.5-dihydro-lH-pyrrole 
or a pharmaceutically acceptable salt or stereoisomer thereof. 



35 



370- 



wo 03/105855 



PCTAJS03/18482 



14. A compound which is: 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyiiol- 
l-yl]-2-oxoethanamine 

^ (25)-4-(2,5-difluorophenyl)-l-[(methylsulfonyl)acetyl]-2-phenyl-2,5-dihydro-lfl- 
pyrrole 

(25)-4-(2,5-difluorophenyl)-2-phenyl-l-[(phenylsulfonyl)acetyl]-2,5-dihydio-lH- 
10 pyrrole 

3-[(2S)-l-[(2S)-2-cyclopropyl-2-hydroxyethaiioyl]-4-(2,5-difluorophenyl)-2,5- 
dihydro-lH-pyrrol-2-yl]phenol 

15 3-{(2S)-4-(2,5-difluorophenyl)-l-[(2S)-2-hydroxy-3,3-dimethylbutanoyl]-2,5- 
dihydro-lH-pyrrol-2-yl}phenol 

(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn:ol-l- 
yl]-2-oxoethanol 

20 

(2S)-4^(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-tetrahydrofuran 
2,5-dihydro-lH-pyrrole-l-carboxamide 

(2S)-4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-(2-methoxyethyl)-N-methyl-2,5- 
25 dihydio-lH-pyrtole-l-carboxamide 

(2S)-4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-tetrahydro-2H-pyran-4- 
yl-2,5-dihydro-lH-pyrrole-l-carboxamide 

30 3-[(2S)-4-(2,5-difluorophenyl)-l-(piperidin-l-ylcarbonyl)-2,5-dihydio-lH-pyrrol-2- 
yl]phenol 

4-(2,5-difluorophenyl)-N-[l-(2-fluoroethyl)piperidin-4-yll-2-(3-hydroxyphenyl>N- 
methyl-2,5-dihydro-lH-pyrrole-l-carboxamide 

35 

4-[{[4-(2,5-difluoiophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl}(methyl)amino]piperidimumttifluoroacetate 
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2- [{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
yl3caibonyl}(methyl)amino]ethyl4-methylpiperazine-l-carboxylate 

3- {4K2,5-difluorophenyl)-l-[(4-methylpiperazin-l-yl)carbonyl]-2,5-dihydio-lH- 
5 pyrrol-2-yl}phenol 

2-[{[4-(2,5-difluorophenyl)-2-<3-hydroxyphenyl)-2,5-dihydro-lH-pynx)l-l- 
yl]carbonyl } (methyl)amino]ethyl morpholine-4-carboxylate 

10 4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[(l-methyl-lH-pyr^ 
yl)methyl]-2,5-dihydro-lH-pyirole-l-caiboxamide 

4- (2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-(isoxazol-5-ylmethyl)-N-^ 
dihydro-lH-pyccole-l-carboxamide 

15 

2-[{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyirol-l- 
yl]carbonyl}(inethyl)amino]ethyldimethylaminocarboxylate 

2-[{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrrol-l- 
20 yl]carbonyl}(methyl)ainino3ethyl piperidine-l-carboxylate 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[2-(2-oxopyiioUdin-l- 
yl)ethyl3-2,5-dihydro-lH-pyrrole-l-carboxainide 

25 4-(2,5-dmuoiophenyl)-2<3-hydroxyphenyl)-N-methyl-N4(5-oxo-4,5-^ydro-l 
l,2,4-triazol-3-yl)methyl3-2^-dihydro-lH-pym)le-lK;aiboxainide 

4-(2,5-dmuoiophenyl)-2-(3-hydroxyphenyl)-N-methyl-N<tetrahydn)-2H-^^ 
ylmethyl)-2,5-dihydro-lH-pyrrole-l-carboxamide 

30 

4-(2,5-dmuc)iophenyl)-2-(3-hydroxyphenyl)-N-{[5Kmethoxymethyl)-lH-pyrazol^^ 
yl3methyl}-N-methyl-2,5-dihydiro-lH-pynx>le-l-carboxamide 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-(13-thiazol-4-ylmethyO^ 
35 2,5-dihydio-lH-pyrrole-l-carboxamide 
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4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[(4-methyl-1.2.5-oxa(ttazo^^ 

3- yl)methyl]-2,5-dihydro-lH-pyrrole-l-carboxamide 

5 4K2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-NK1.3-tWazol-2-ylme 
2,5-dihydio-lH-pyrrole-l-carboxamide 

4- (2,5-difluorophenyl>2<3-hydroxyphenyl)-N<isoxazol-3-ylmethyl)-N-meA^^^ 
dihydro-lH-pyrrole-l-carboxamide 

10 

4-(2,5-dinuorophenyl)-2-(3-hydioxyphenyl)-N-methyl-N-[2-(lH-1.2,4-tnazol-l- 
yl)ethyl]-2,5-dihydro-lH-pyrrole-l-carboxainide 

4K2,5-<Muorophenyl)-2<3-hydroxyphenyl)-N-methyl-N-[2KlH-pyrazol-l-yl)efe^^^ 
15 2,5-dihydro-lH-pyrrole-l-carboxamide 

4-(2,5-cafluorophenyl)-2K3-hydroxyphenyl)-N-methyl-N-[(l-methyl-5-oxopyrroUdin- 
2-yl)methyl]-2,5-dihydro-lH-pyn:ole-l-carboxamide 

20 4-(2,5-dmuorophenyl)-2K3-hydroxyphenyl)-NKl-isoxazol-3-ylethyl)-N-methyl-2^- 
dihydro-lH-pyrrole-l-carboxamide 

4-(2,5-difluorophenyl)-N-(l,3-dioxolan-2-ylmethyl)-2K3-hydroxyphenyl)-^^ 
2,5-dihydro-lH-pyrrole-l-carboxainide 

25 

4-(2.5-difluorophenyl)-N-(l,4-dioxan-2-ylmethyl)-2-(3-hydK)xyphenyl>N-i^^ 
2,5-dihydro-lH-pyirole-l-carboxamide 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl>N-methyl-N-[(5-methyl-13.4-oxadi^^^^ 
30 2-yl)methyl]-2,5-dihydro-lH-pyirole-l-carboxamide 

4-(2.5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[2-(methylsulfonyl)eA^^^ 
2,5-dihydro-lH-pyirole-l-carboxamide 

35 2-[{ [4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-pyrtol-l- 
yl]caibonyl}(inethyl)amino]ethanesulfonic acid 
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2- hydroxyethyl(lS)-l-{[(2S)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol- 

1- yl]carbonyl}-2,2-dimethylpropylcarbamate 

3- hydroxypropyl (lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyn:ol-l-yl]carbonyl}-2,2-dimethylpropylcarbamate 

2- hydroxyethyl {(15)-l-isopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl}carbamate 

2-hydroxyethyl {(15)-l-cyclopiopyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl}carbamate 

4- hydroxybutyl(lS)-l-{[(2S)-4-(2,5-difluorophenyl>2-phenyl-2,5-dihydro-lH- 
pynx)l-l-yl]carbonyl}-2,2-diinethylpropylcarbamate 

(2SH-(2,5-difluorophenyl)-l-[2-(iiiethylsulfonyl)ethyl3-2-phenyl-2,5-dihydio-lJ^^ 
pyrrole 

(25)-4-(2,5-difluorophenyl)-l-[2-(ethylsulfonyl)ethyl]-2-phenyl-2,5-dihydro-lH- 
pyirole 

1- [(25)-4-(2,5-clifluorophenyl)-2-phenyl-2,5-dihydro-l//-pyrrol-l-yl]pentaii-3-one 
4-[(25)-4-(2,5-difluorophenyl)-2-pheny^2,5-dihyd^o-lH-pyrrol-l-yl]butan-2^^ 

4-[(25)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-ciihydro-lH-pyrrol-l-yl]-3-methylbutan^ 

2- one 

2- [(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-A^^- 
diinethylelhanesiilfonaimde 

3- {(25)-4-(2,5-difluorophenyl)-l-[2-(methylsulfonyl)ethyl]-2,5-dihydro-lH-pyrrol^^^ 
yl}phenol 

methyl 3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-12y-pyrrol-l- 
yl]propanoate 

(25)-4-(2,5-<Jmuoiophenyl>l-[2-(ethylsulfonyl)propyl]-2-phenyl-2,5-dihydro-lH^ 
pyrrole 

3-[(25)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]-At 
methylpropanamide 

3_[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynx)l-l-yl]-W- 
dimethylpropanamide 
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3- [(25)-4-(2,5-difluoK>phenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-iV^,2- 
trimethylpropanamide 

4- {3-[(25)-4-(2.5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]propanoyl }morpholine 

l-{3-[(25)-4<2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyrrol-l-yl]propanoyl}-^ 
(methylsulfonyl)piperazine 



10 



1- {3-[(2S)-4-(2.5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]propanoyl}piperidin-4-ol 

methyl 3-[(2S)^K2.5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l^ 
15 yl]propanoate 

2- ({(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pytrol-l-yl]-2-oxoethyl}oxy)-N-ethylacetamide 

20 4<{(lS)-l-cyclop^opyl-2-[(2S)•4-(2,5-difluo^ophenyl)-2-pheny^2,5-dihydro-li^^ 
pyiiol-l-yl]-2-oxoethoxy}acetyl)moipholine 

2-{(15)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH- 
pyirol-l-yl]-2-oxoethoxy}-iV-(2-hydioxyethyl)acetamide 

25 

l-({(15)-l-cyclopropyl-24(2S)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethoxy}acetyl)-4-methylpiperazine 

1- ({(15)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
30 pyrrol-l-yl]-2-oxoethoxy } acetyl)piperazine 

2- {(15)-l-cyclopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethoxy}-N-piperidin-4-ylacetamide 

35 l.({(15)-l-cyclopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH- 
pyirol-l-yl]-2-oxoethoxy}acetyl)piperidin-4-amine 

Ar-{(lS)-l-cyclopropyl-2-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lfl- 
pyrrol-l-yl]-2-oxoethyl}-3-morphoUn-4-yl-3-oxopropan-l-amine 

A/3.{(lS)-l-cyclopropyl-2-[(25M<2,5-difluorophenyl)-2-phenyl-2,5-^ydro-m- 
pyrrol-l-yl]-2K)Xoethyl}-JV*.A^*-dimethyl-p-alaninamide 



40 



((15)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydto-lH-pyrrol-l- 
45 yl]carbonyl}-2>dimethylpropyl)(3-morpholin-4-yl-3-oxoprop3^)aimne 
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or a pharmaceutically acceptable salt thereof. 

15. The compound according to Claim 12 which is the TFA salt of 
5 a compound selected from: 

2-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]sulfonyl}-NJ^- 
dimethylethanamine; 

10 l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2-methyl-l- 
oxoprDpan-2-amine; 

4<5-chlato-2-fluorophenyl>2-phenyl-l-(trifluoroacetyl)-2,5-dihydro-lH-pyrrole; 

15 (lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyixol-l-yl]carbonyl}-2- 
methylpropylamine; 

(lR)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-2- 
methylpropylamine; 

20 

4-(2,5-difluorophenyl)-2-phenyl-l-L-prolyl-2,5-dihydio-lH-pyrrole; 

4-(2,5-difluorophenyl)-2-phenyl-l-D-prolyl-2,5-dihydro-lH-pyrrole; 

25 (4R)-4-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl)-l,3- 
thiazolidine; 

methyl (3S)-3-amino-4-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]-4-oxobutanoate; 

30 

(4S)-4-axnino-5-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-5- 
oxopentanamide; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyirol-l-yl]carbonyl}-3- 
35 (methylthio)propylamine; 
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(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]caitK>nyl}-3- 
(methylsulfonyl)propylainme; 

5 (2S)-2-{ [4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]carbonyl}piperidine; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl}pentylamine; 

10 

(lS>2-[4-(2.5-difluorophenyl)-2-phenyl-2,5-dihy<bo-lH-pyrrol-l-yl]-2-oxo-lKtM^^ 
2-ylmethyl)ethylamine; 

4-{[4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyriol-l-yl]carbonyl}-l,l- 
15 dioxidotetrahydro-2H-thiopyran-4-ylamine; 

(2S)-l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-m-pyiTol-l-yl]-N-melhyl^ 
oxopropan-2-amine; 

20 (lS)-l-{ [4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl Ipropyiamine; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pym)l-l-yl]-2-oxo-l- 
phenylethanamine; 

25 (lS)-244K2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-2-oxo-l- 
phenylethanaxnine; 

(4S)-4-annno-5-[4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyn»^ 
oxopratanamide 

30 

344-(2,5-difluorophenyl)-2-phenyl-2.5-dihydK)-lH-pyirol-l-yl]-3-oxopropan-l- 
amine; 

(lS,2S)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbony^ 
35 methylbutylamine; 
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(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l- 
yl]carbonyl }butylamine; 

5 (iS)-l-cyclopropyl-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyitol-l-yl]- 
2-oxoethanainine; 

l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]carbonyl }cyclopropanamine; 

10 

l-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydK>-lH-pyirol-l-yl]-l-oxopropan-2- 
amine; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyaol-l-yl]-l-methyl-2- 
15 oxoethylamine; 

(lS)-2-[4-(2,5-ciifluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-2-oxo-l- 
(pyridin-2-ylmethyl)ethylamine; 

20 (iS)-l-cyclohexyl-2-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-<iihydro-lH-pyrrol-l-yl]-2- 
oxoethanamine; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-daydro-lH-pyrtol-l-yl]-l-(4- 

iodobeiizyl)-2-oxoethylaniine; 
25 (lS)-l-benzyl-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pym)l-l-yl]-2- 

oxoethylamine; 

4-{(2S>2-amino-3-[4-(2.5-difluorophenyl>2-phenyl-2,5-dihydio-lH-pyTO^ 
oxopropyl }phenol; 

30 

(3S)-3-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dmydio-lH-pytrol-l-yl]carbonyl}- 
1,2,3,4-tetrahydroisoquinoline; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-3- 
35 phenylpropylamine; 
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(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]carbonyl}-3- 
methylbutylamine; 

5 (lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-pyirol-l-yl]-2-oxo-l- 
(pyridin-3-ylmethyl)e1hylaimne; 

l-[(2S)-azetidin-2-ylcarbonyl]-4-(2,5-^uorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrole; 

10 

(3S)-3-aimno-4-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]^^ 
oxobutanamide; 

4-(2,5-(Ufluoix)phenyl)-l-[(2-methylazetidin-2-yl)carbonyl]-2-phenyl-2,5-dihydr^ 
15 pyrrole; 

(lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}-2,2- 
dimethylpropylamine; 

20 methyl (4S)-4-aiiiino-5-[4-(2,5-KMuorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]-5-oxopentanoate; 

4-(2,5-difluorophenyl)-2-phenyl-l-{[(2S,3S)-2-phenylpyrroUdin-3-yl]carbonyl}-2,5- 
dihydro-lH-pyrrole; 

25 4-(2,5-dmuorophenyl)-2-phenyl-l-[(5-phenylpyrrolidiii-3-yl)caib(myl]-2,5^J^ 
IH-pyrrole; 

(2S)-2-aminch-3-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pytrol-l-yl]-3- 
oxopropan-l-ol; 

30 

(2R3S)-3-aniino-4-[4-(2,5-difluoropheiiyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-4- 
oxobutan-2-ol; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl3-l- 
35 (methoxyiiiethyl)-2-oxoethylamine; 
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4-(2,5-difluorophenyl)-2-phenyl-l-(pyrroUdin-3-ylcai*onyl)-2,5-dihydro-lH-pyiro 

4-(2,5-difluorophenyl)-2-phenyl-l-[(3-phenylpym)Udin-3-yl)acetyl]-2,5-dihydK^ 
5 pyrrole; 

(lS>l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]caiboiiyl}-3,3- 
difluoropropylamine; 

10 (lS>3-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-3-oxo-l- 
phenylpropan-l-amine; 

4-(2,5-dmuorophenyl)-2-phenyl-l-[(4S)-4-phenyl-I^prolyl]-2,5-dihydro-lH-pyn:ole; 

15 l-{2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-2- 
oxoethyl } cyclohexanamine; 

2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-I-yl]-2-oxoe1hanaiiime; 

20 4-{ [4-(2,5-<iifluorophenyl)-2-phenyl-2,5-dihydro-lH-pyiTol-l-yl]caibonyl }piperidin- 
4-ainine; 

(lS,3R)-3-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyirol-l- 
yl]carbonyl)cyclopentanamme; 

25 

(lR.4SM-{[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydio-lH-pyitol-l- 
yl]carbonyl }cyclopent-2-en-l-aimne; 

(lS,4R)-4-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
30 yl]carbonyl}cyclopent-2-en-l-amine; 

(lS)-l-{[4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}but-3- 
ynylamine; 
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(lR)-3-[4-(2,5-difluorophenyl)-2-phenyl>2,5-dihydro-lH-pyrrol-l-y^ 
phenylpropan- l-amine; 

3- {[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyn:ol-l-yU 
5 phenylpiperidine; 

(lS)-l-{[4-(2,5-dafluorophenyl)-2"phenyl-2,5-dmydro-lH-pyi^ 
enylamine; 

10 (2S)-3-t4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH.pyrrol-l-^^^ 
(methylamino)-3-oxopropan-l-ol; 

(3R,5S)-5-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrr^ 
yl]carbonyl }pyiToli(lin-3-ol; 

15 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-^^^ 
thiazol-4-ylmethyl)ethylamine; 

(lR)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihycko-lH-pyrrol^ 
20 enylamine; 

(2S)-l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydb:o-lH-pyr^^ 
oxobutan-2-aroine; 

25 (2S)-l-[4-(2,5-difluorophenyl)-2.phenyl-2,5-dihydro-lH-pyCT^ 
oxopentan-2-amine; 

(lS)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l^ 
lH-iimdazol-4-yl)methyl]-2-oxoethylamine; 

30 

4- (2,5-difluorophenyl)-l-(N'-6'--formyl-I^lysyl)-2-phenyl-2,5-di^ 

(2S3S)-l-[4-(2,5^difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrTol-l-^^^ 
dimethyl-l-oxopentan-2-aimne; 

35 
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(lS)-l-(cyclohexylmethyl)-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihy 
l-yl]-2-oxoethylamine; 

(lS>2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyr^^ 
5 ylmethyl)-2-oxoethylainine; 

(lS)-2-[4-(2,5-cUfluorophenyl)-2-phenyl-2,5-dihydro-lH^ 
(isocyanomethyl)-2-oxoethylainine; 

10 (lS)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-^^^ 
dimethylbutylamine; 

l-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-^^^ 
oxobutaii-2-aimne; 

15 

l~{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihycko-lH-pyrrol-l- 
yl]carbonyl }cyclohexanamine; 

l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
20 yl]carbonyl }cyclopentanamine; 

(lS)-3-(benzyloxy)-l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihy^^ 
yl]carbonyl }propylamine; 

25 l-[4-(2,5-dmuorophenyl)-2-phenyl-2,5-dmydro-lH-pyrrol-l-^^^ 
oxobutan-2-anune; 

l-{[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]ca^^ 

3- en-l-ainine; 

30 

(lS)-l-cyclopentyl-2-[4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-p^ 
oxoethanamine; 

4- (2,5-difluorophenyl)-l~(2-methylprolyl)-2-phenyl-2,5-dihydro-lH-p^ 
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(lS)-2-[4-(5-<;Woro-2-fluorophenyl)-2-phenyl-2,5-dihydro-lH-pj^ 
cyclopropyl-2-oxoethanaiiiine; 

(lS,2S)-l-{[4-(5-chloro-2-fluorophenyl)-2-phenyl-2,5-cUhydrcKlH^ 
5 yl]caibonyl } -2-methylbutylainine; 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihyd^ 
yl]carbonyl}but-3-enylainine; 

10 (lS)4-{[(2S)-4-(2,5-cUfluorophenyl)-2-phenyl-2,5-dihydro-lH-^^ 
yl]carbonyl }but-3-ynylaimne; 

(lS)-l-cyclopropyl-24(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dmyd^ 
yl]-2-oxoethanaimne; 

15 

1 -cyclopropyl-3-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro- lH-p>^ 

3- oxopropan- 1 -amine; 

(lS,2S)-l-{[(2S)-4K2,5.difluorophenyl)-2-phenyl-2,5-dihydro-lH-p 
20 yl]caibonyl}-2-methylbutylaniine; 

4- (2,5-difIuorophenyl)-2-(3-hydroxyphenyl)-l-I^valyl-2,5-dihydro-lH-py^ 

4-(2,5Kfifluorophenyl)-2-(3-hydroxyphenyl)-l-(2-methylalanyl^^^ 
25 pyrrole; 

3-[l-[(2S)-2-amino-2-cyclopropylethanoyl]-4-(5-chloro-2-fluorophe 
lH-pyrrol-2-yl]phenol; 

30 4-(5-chloro-2-fluorophenyl)-2-(3-hydroxyphenyl)-l-I^isoleucyl-2,5-d^ 
pyrrole; 

(2S)-4-(2,5-Difluorophenyl)-N-methyl-2-phenyl-N-(piperidin-4-yl^^ 
dihydro-lH-pyrrole-l-carboxamide; 

35 
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(2S)-4-(5-Chloix>-2-fluorophenyl)-N-methyl-2-phenyl-N-[(3R>p^^ 
dihydro-lH-pyrrole-l-carboxamide; 

(2S)-4-(5-cMoro-2-fluorophenyl)-N-methyl-2-phenyl-N-piperidin-4-yl-2,5^ 
5 lH-pyrrole-1 -carboxamide; 

(2S)-4-(5-cMoro-2-fluorophenyl)-N-methyl-2-phenyl-N-[(3S)-p^^ 
dihydro-lH-pyiTole-l-carboxamide; 

10 (2S)-4K2,5-difluorophenyl)-N-methyl-2-phenyl-N-pyrroU^^^ 
pyrrole- l-carboxamide; 

(2S)-N-(l-allylpiperidin-4-yl)-4-(2,5-difluorophenyl)-N-methyl-^^ 
dihydro- IH-pyrrole- 1 -carboxaimde; 

15 

4-(2,5-Difluorophenyl)-N-methyl-N-[(l-methylpiperidin-3-yl)me&^^ 
dihydro-lH-pyrrole-l-carboxamide; 

4-(2,5-difluorophenyl)-N-methyl-2-phenyl-N~(pyridin-3-ylm 
20 pyrrole-l-carboxamide; 

4-(2,5-difluorophenyl)-N-methyl-N-[(l-methyl-lH-pyrazol-4-yl^^ 
2,5-Kiihydro-lH-pyrrole-l-carboxaniide; 

25 4-(2,5-difluorophenyl)-N-[2-(dimethylamino)ethyU 
IH-pyrrole-l-carboxamide; 

4-(2,5-difluorophenyl)-N-methyl-2-phenyl-N-(2-pyridin-2-ylethy^ 
pyrrole-l-carboxamide; 

30 

4-(5-cMoro-2-fluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-piperidin-4-yl-2,5- 
dihydro-lH-pyrrole-l-carboxamide; 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-piperidin-4-yl-2,5-d^^ 
35 IH-pyrrole-l-carboxamide; 
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(2S)-l-[4-(2,5-difluorophenyl)-2-methyl-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-3- 
methyl- 1 -oxobutan-2-amme; 

5 N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pym>l-l-yl]-2-oxoethyl }-N-2,N-2-^iime1hylglydnaimde; 

N-l-{(lS)-lK:yclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dmydro-lH- 
pyrrol-l-yl]-2-oxc)ethyl}-N-2-methylglycinainide; 

10 

N-l-{(lS)-lK:yclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyirol-l-yl]-2-oxoethyl }glycinamide; 

N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
15 pynol-l-yl3-2-oxoethyl }-2-methylalaninaniide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-2-pyrrolidin-l-ylacetamide; 

20 2-azetidin-l-yl-N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5- 
dihydro-lH-pyrrol-l-yl]-2-oxoethyl}acetaimde; 

N-{(lS)-l-cyclopiopyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyn-ol-l-yl]-2-<>xoethyl}-2-morpholin-4-ylacetamide; 

25 

N-{(lS)-l-cyclopK)pyl-2-[(2S)-4K2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH- 
pym)l-l-yl]-2-oxoethyl}-2-piperazin-l-ylacetaimde; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
30 pynol-l-yl]-2-oxoethyl}-2-(4-inethylpiperazm-l-yl)acetamide; 

N-l-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pynol-l-yl]-2-oxoethyI}-N-2-isopropylglycinamide; 
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N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}pipera2ine-l-carboxamide; 

N-{(lS)-l-K;yclopropyl-24(2SM-(2,5-<fifluorophenyl)-2-phenyl-2,5-dihydro-lH- 
5 pyrrol-l-yl]-2-oxoethyl }-N'-piperidin-4-yliirea; 

4-aimno-N-{(lS)-l-cyclop«)pyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dih 
lH-pyrrol-l-yl]-2-oxoethyl}piperidine-l-carboxamide; 

10 N-(2-aminoethyl)-N'-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl- 
2,5-dihydro-lH-pyirol-l-yl]-2-oxoethyl}urea; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-N'-(3-morpholin-4-ylpropyl)urea; 

15 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyi)-2-phenyl-2,5-(iihydro-lH- 
pyirol-l-yl]-2-oxoethyl}-N'-[2-(dimethylaimno)ethyl]urea;- 

2-azetidin-l-yl-N-{(lS)-l-cyclopropyl-24(2S)-4K2,5-difluorophenyl)-2-phenyl-2,5- 
20 dihydro-lH-pym)l-l-yl]-2-oxoethyl}ethanesulfonamide 

N-{(lS>l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl } -2-(isopropylamino)ethanesulf onamide; 

25 N-{(lS>l-<;yclopropyl-24(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pym)l-l-yl]-2-oxoethyl}-2-pym>lidin-l-ylethanesulf onamide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pynx>l-l-yl]-2K)Xoethyl}-2-moipholin-4-ylethanesulfonamide; 

30 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
pyrrol-l-yl]-2-oxoethyl}-2-pipera2in-l-ylethanesulfonainide; 

N-{(lS)-l-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH- 
35 pyirol-l-yl]-2-oxoethyl}-2-(4-methylpiperazm-l-yl)ethanesiilfonainide; 
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N-(tert-butyl)-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-^ydro-lH-pyrrol-l- 
yljacetamide; 

5 2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l-yl]-N- 
isopropylacetamide; 

(2S)-l<2-azetidin-l-yl-2-oxoethyl)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihyd^ 
pyrrole; 

10 

(2S)-4-(2,5-difluorophenyl)-l-(2-oxo-2-pyrroUdin-l-ylethyl)-2-phenyl-2,5-cim 
IH-pytrole; 

4-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
15 yl]acetyl}inorpholine; 

1- {[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
yl]acetyl }piperazine; 

20 l-{ [(2S)-4-(2,5-dmuoiophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]acetyl}-4- 
methylpiperazine; 

2- [(2S)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-N- 
isopropylbutanamide; 

25 

4-{2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lH-pyrrol-l- 
yl]butanoyl }morpholine; 

2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-N- 
30 ethylacetamide; 

N-cyclobutyl-2-[(2S)-4-(2,5Kimuorophenyl)-2-phenyl-2,5-<iihydio-lH-pyirol-l- 
yl]acetamide; 

2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-N- 
35 ethylpropanamide; 
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N-cyclobulyl-2-[(2S)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-ciihydro-lH-pyirol-l- 
yljpropanamide; 

5 2-[(2S)-4-(2,5Hiifluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-N- 
methylpropanamide; 

2-[(2SH-(2,5Hiifluorophenyl)-2-phenyl-2,5-<Wiydro-lH-pyrrol-l-yl]-N- 
isopropylpropanamide; 

10 

N-(tert-butyl)-2-[(2S)-4-(2^-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pynx>l-l- 
yllpropanamide; 

4-{2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l- 
15 yl]propanoyl}morpholine; 

(3S)-3-amino-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]- 
N-ethyl-2,2Kiimethyl-4-oxobutanaimde; 

20 (3S)-3-amino-4-[(2S)-4K2,5Kimuorophenyl)-2-phenyl-2,5-dihydio-lH-pynx)l-l-yl]- 
2,2-<iimethyl-4-oxo-N-piperidin-4-ylbutanaimde; 

(3S)-3-amino-4-[(2S)-4-(2,5-dmuorophenyl)-2-phenyl-2,5-dihydro-lH-pyTO 
2,2-dimethyl-4-oxobutanoic acid; 

25 

(3S)-3-aImncM^[(2S)-4-(2,5-dmuorophenyl)-2-phrayl-2,5-dihyd^o-lH-py^ 
NJf,2,2-tetramethyl-4-oxobutanaimde; 

(lS)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]carbonyl}- 
30 2,2-dimethyl-3-oxo-3-piperazin-l-ylpropylaimne; 

(3S)-3-amino-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]- 
N-isopropyl-2,2-dimethyl-4-oxobutanamide; 
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(3S)-3-ainino-4-[(2S)-4-(2,5-difluorophenyl)-2.phenyl-2.5-dihydro-lH-pyT^^ 
N,2,2-trimethyl-4-oxobutanamide; 

(3R)-3-aniino-4-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dfi^ 
5 NJ^,2,2-tetramethyl-4-oxobutanamide; 

(3R)-3-amino-4-[(2S)-4-(2,5-dmuorophenyl)-2-phenyl-^ 
2,2-dimethyl-4-oxobutanoic acid; 

10 (lR)-l-{[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-<im 
2,2-dime1]iyl-3-oxo-3-piperazin-l-ylpropylamine 

(lS)-l~cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH^ 
yl]-2-oxoethyl 4-methylpiperazine- 1-carboxylate; 

15 

(lS)-I-cyclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro 
yl]-2-oxoethyl l-methylpiperidin-4-ylcarbamate; 

(lS>l-cyclopropyl-24(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-l 
20 yl]-2-oxoethylmethyl(l-methylpiperidin-4-yl)carbamate; 

(lS)-l-^yclopropyl-2-[(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-^^ 
yl]-2K)xoethyl-4-dimethylamino)piperidine-l-carboxylate; 

25 (2S)-Na^-dimethyl-4-(4-methylpyridin-3-yl)-2-phen^ 
carboxamide; 

4-{[4-(2,5Kiifluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydro-lH-p5^ 
yl]acetyl }inorpholin-4-ium; 

30 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-iV-methyl-iN^piperid^^ 
ljH-pyrrole-1 -carboxamide; 

2-[{[4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-2,5-dihydrcHlH-py^^ 
35 yl]caibonyl}(methyl)ainino]e1hyl-4-methylpipera2ine-l-carboxylate 
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3- {4-(2,5-difluorophenyl)-l-[(4-me1hylpiperazin-l-yl)carbonyl]-2,5-dihydro-lH- 
pyrrol-2-yl }phenol; 

5 4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[(l-methyl-lH-pyrazol-4- 
yl)methyl]-2,5-dihydro-lH-pyrrole-l-carboxamide; 

4<2,5-difluoro-phenyl)-2,5-dihydro-2-(3-hydroxyphenyl)-N-methyl-N--[2-(4-methyl- 

1- piperazinyl)-2-oxoethyl]-H-pyrrole-l-carboxamide; 

10 

4- (2,5-difluorophenyl)-2<3-hydroxyphenyl)-N-methyl-N-[(5-oxo-4,5-dihydro-lH- 
l,2,4-triazol-3-yl)methyl]-2,5-dihydro-lH-pyrrole-l-carboxaniide; 

4-(2,5-dmuorophenyl)-2-(3-hydroxyphenyl)-N-{[5-(methoxymethyl)-lH-pyrazol-3- 
15 yl]methyl}-N-methyl-2^-dihydro-lH-pyiTole-l-carboxamide; 

4-(2,5-difluorophenyl)-2<3-hydroxyphenyl)-N-methyl-N-(13-tMazol-4-ylmethyl)- 
2,5-dihydro-lH-pyrrole-l-carboxamide; 

20 4-(2,5-dmuorophenyl)-2-(3-hydroxyphenyl)-N-inethyl-N-(l,3-thiazol-2-ylmethyl)- 
2,5-dihydro-lH-pyrrole-l-carboxainide; 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[2-(lH-l,2,4-triazol-l- 
yl)ethyl]-2,5-dihydro-lH-pyrrole-l-carboxamide; 

25 

4-(2,5-difluorophenyl)-2-(3-hydroxyphenyl)-N-methyl-N-[2-(lH-pyrazol-l-yl)ethyl3- 
2,5-dihydro-lH-pyrrole- l-carboxamide; 

4-[(2S)-4-(2,5-difluoiophenyl)-2-phenyl-2,5-dihydix)-lH-pytrol-l-yl]butan-2-^^ 

30 

4-[(2,S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-m-pyrrol-l-yl]-3-methylbutan- 

2- one; 

3- [(2S)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyirol-l-yl]-At 
35 methylpropanamide; 

3_[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyrrol-l-yl]-JV^- 
dimethylpropanamide; 

40 3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-pyixol-l-yl]-iV^,2- 
trimethylpropanamide; 

4- {3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2,5-dihydio-lfl-pym)l-l- 
yl]propanoyl }morpholine; 

45 
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l-{3-[(25)-4-(2,5-difluorophenyl)-2-phenyl-2.5-dihydro-lH-py^^ 
(methylsulfonyl)piperazine; 

l-{3-[(25)-4<2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lif-pyi^^ 
5 yl]propanoyl}piperidin-4-ol; and 

methyl 3-[(25)-4K2,5-difluorophenyl)-2-phenyl-2,5-dihydro-lH-^ 
yl]propanoate. 

XO 16. A pharmaceutical composition that is comprised of a 

compomid in accordance with Claim 1 and a pharmaceutically acceptable carrier. 

17. A method of treating or preventing cancer in a mammal in need 
of such treatment that is comprised of administering to said mammal a therapeutically 

15 effective amount of a compound of Claim 1. 

18. A method of treating cancer or preventing cancer in accordance 
with Claim 17 wherein the cancer is selected from cancers of the brain, genitourinary 
tract, lymphatic system, stomach, larynx and lung. 

20 

19. A method of treating or preventing cancer in accordance with 
Claim 17 wherein the cancer is selected from histiocytic lymphoma, lung 
adenocarcinoma, small cell lung cancers, pancreatic cancer, gioblastomas and breast 
carcinoma. 

25 

20. A process for making a pharmaceutical composition which 
comprises combining a compound of Claim 1 with a pharmaceutically acceptable 
carrier. 



30 21 . The composition of Claim 16 further comprising a second 

compoimd selected from: 

1) an estrogen receptor modulator, 

2) an androgen receptor modulator, 

3) a retinoid receptor modulator, 
35 4) a cytotoxic/cytostatic agent, 

5) an antiproliferative agent. 
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10 



6) 


a prenyl-protein transferase inhibitor. 


7) 


an HMG-CoA reductase inhibitor, 


8) 


an HIV protease inhibitor. 




a reverse transcriptase inhibitor, 


10) 


an angiogenesis inhibitor, and 


11) 


a PP AR-Y agonist. 


12) 


a PPAR-5 agonists; 


13) 


an inhibitor of cell proliferation and survival signaling, and 


14) 


an agent that interfers with a cell cycle checkpoint. 


22. 


The composition of Claim 21, wherein the second compound 



is an angiogenesis inhibitor selected from the group consisting of a tyrosine kinase 
inhibitor, an inhibitor of epidermal-derived growth factor, an inhibitor of fibroblast- 
derived growth factor, an inhibitor of platelet derived growth factor, an MMP 
15 inhibitor, an integrin blocker, interferon-a, interleukin-12, pentosan polysulfate, a 
cyclooxygenase inhibitor, carboxyamidotriazole, combretastatin A-4, squalamine, 
6-0-(chloroacetyl-carbonyl)-fumagillol, thalidomide, angiostatin, troponin-1, and an 
antibody to VEGR 

20 23 . The composition according to Claim 16 further comprising a 

proteosome inhibitor. 

24. The composition according to Claim 16 further comprising a 
aurora kinase inhibitor. 

25 

25. The composition according to Claim 16 further comprising a 
Raf kinase inhibitor. 

26. The composition according to Claim 16 further comprising a 
30 serine/threonine kinase inhibitor. 

27. The composition according to Claim 16 further comprising an 
inhibitor of another mitotic kinesin which is not KSP. 
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28. The composition of Claim 22, wherein the second compound 
an estrogen receptor modulator selected from tamoxifen and raloxifene. 

29. A method of treating cancer which comprises administering a 
S therapeutically effective amount of a compound of Claim 1 in combination with 

radiation therapy. 



10 



30. A method of treating or preventing cancer that comprises 
administering a therapeutically effective amount of a compound of Claim 1 in 
combination with a compound selected from: 



15 



20 



25 



30 



1) 
2) 
3) 
4) 
5) 
6) 
7) 
8) 
9) 
10 
11 
12; 

13; 
14; 

15 
16 
17 
18 
19 



an estrogen receptor modulator, 

an androgen receptor modulator, 

a retinoid receptor modulator, 

a cytotoxic/cytostatic agent, 

an antiproliferative agent, 

a prenyl-protein transferase inhibitor, 

an HMG-CoA reductase inhibitor, 

an HIV protease inhibitor, 

a reverse transcriptase inhibitor, 

an angiogenesis inhibitor, 

PPAR-Y agonists, 

PPAR-5 agonists, 

an inhibitor of inherent multidrug resistance, 
an anti-emetic agent, 

an agent useful in the treatment of anemia, 
an agent useful in the treatment of neutropenia, 
an immunologic-enhancing dmg, 

an inhibitor of cell proliferation and survival signaling, and 
an agent that interfers with a cell cycle chec]q)oint. 



31. A method of treating cancer that comprises administering a 
therapeutically effective amount of a compound of Claim 1 in combination with 
radiation therapy and a compound selected from: 

1) an estrogen receptor modulator, 
35 2) an androgen receptor modulator. 
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3) 


a retinoid receptor modulator. 


4) 


a cytotoxic/cytostatic agent, 


5) 


an antiproliferative agent. 


6) 


a prenyl-protein transferase inhibitor. 


7) 


an HMG-CoA reductase inhibitor, 


8) 


an HIV protease inhibitor, 


9) 


a reverse transcriptase inhibitor. 


10) 


an angiogenesis inhibitor. 


11) 


PPAR-Y agonists. 


12) 


PPAR-5 agonists. 


13) 


an inhibitor of inherent multidrug resistance. 


14^ 

*-^f 


an anti-emetic agent, 


15) 


an agent useful in the treatment of anemia, 


16) 


an agent useful in the treatment of neutropenia. 


17) 


an immunologic-enhancing dmg. 


18) 


an inhibitor of cell proliferation and survival signaling, and 


19) 


an agent that interfers with a cell cycle checkpoint. 


32. 


A method of treating or preventing cancer which comprises 



20 administering a therapeutically effective amount of a compound of Claim 1 and 
paclitaxel or trastuzumab. 

33. A method of treating or preventing cancer which comprises 
administering a therapeutically effective amount of a compound of Claim 1 and a 

25 GPUb/nia antagonist. 

34. The method of Claim 33 wherein the GPHb/nia antagonist is 

tirofiban. 

30 35. A method of treating or preventing cancer which comprises 

administering a therapeutically effective amount of a compound of Claim 1 in 
combination with a COX-2 inhibitor. 
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36. A method of treating or preventing cancer which comprises 
administering a therapeutically effective amount of a compound of Claim 1 in 
combination with a proteosome inhibitor. 

5 37. A method of treating or preventing cancer which comprises 

adnoinistering a therapeuticaUy effective amount of a compound of Claim 1 in 
combination with an aurora kinase inhibitor. 

38. A method of treating or preventing cancer which comprises 
10 administering a therapeutically effective amount of a compound of Claim 1 in 

combination with a Raf kinase inhibitor. 

39. A method of treating or preventing cancer which comprises 
administering a therapeutically effective amount of a compound of Claim 1 in 

15 combination with a serine/threonine kinase inhibitor. 

40. A method of treating or preventing cancer which comprises 
administering a therapeutically effective amount of a compound of Claim 1 in 
combination with an inhibitor of a mitotic kinesin that is not KSP. 

20 

41 . A method of modulating mitotic spindle formation which 
comprises administering a therapeutically effective amount of a compound of Claim 
1. 

25 42. A method of inhibituig the mitotic kinesin KSP which 

comprises administering a therapeutically effective amount of a compound of Claim 
1. 
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